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(57) Abstract 

Peroxisome proliferator-activated 
receptor controllers containing as the active 
ingredient compounds represented by general 
formula (I), nontoxic salts thereof, acid 
addition salts thereof or hydrates of the same. 
In said formula, each symbol has the meaning 
as defined in the description. Because of the 

activity of controlling a peroxisome proliferator-activated receptor, the compounds of general formula (I) are useful as hypoglycemic agents, 
lipid-lowering agents, and preventives and/or remedies for diseases caused by metabolic errors, such as diabetes, obesity, syndrome X, 
hypercholesterolemia and hyperlipoproteinemia, hyperlipemia, arteriosclerosis, hypertension, circulatory diseases, hyperphagia, ischemic 
heart diseases, etc. 
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-ft* (in) , -ft* (V) , -ft* (VI) , -fc* (IX) , -ft* (XI) , 

-ft* (xn) > -ft* (xm) , (xiv) suv-Nta, (iv- 1) -cm? 

10 ffitt^nv h^77-f-, »i?n7^7 7-f- *£Wi#9A*D 
h'Jxf^yr/, •>^f/l'7r/ > v^o^>^-;i/ 

—ft* (i) -c^^tu^^p^b^fi, ^*n©^rfe-cffl^i-*K#sittt[tc 
25 77^ vi/>f>Ka, ;**>*;i/*>®m, 
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( i ) ■?m$tiz>*%w<t&m*p p AR^wjtipm&fc^r-f * - 

PPAR a T^-XYft&isXVtpPARy hffittOWjg 

1) r-PPAR ff £fcii7 S»**fflV^A^^7Jt9— VT V <Dtf&<D 

mm 

10 v K> i fell Two— "/V y Kv^f A-eMt^otV^fft*j§ffiLjto 
-f-^y>4r^-4f (TK) , /D^-^-$£TOJUy7x7- 

9 — t LT, PicaGene Basic Vector 2 SC^-f *^n^ No. 

309-04821) *S>A'->7*9-4f«ji»fc^*#0tBU T K :/n * - £ *> 
■OpTK/3 (^o>f-y^tt, *^n^No. 6179-1) ^^^f/hO^n*- 
15 ^-JStttLTTKyn^-^- (-105/+51) 5tffiTO;wi> , 7i9--lfit^ 
fM^^-pTK-Luc. fcftJfcLfco T K^n^e-^ -IftCWo 

E?!I£}$AU 4 X U A S -T K- L u c . *«^L, 

20 

gB^iJ#-tl : Ga 1 4S6^@e^iJ ! S:«IO^L^>^>-9--Se^J 
5'-T(CGACGGAGTACTGTCCTCCG)x4 AGCT-3' 

PGa 1 4SeODNAj^-giS^O*^^^v;i/^ag^^rt$##:t: r- P 
25 PAR a Zfzitr gmt<V')if> K&£^J£ ^^#^6 * 

Zm-fh'*? *-*l>Xr<F>Z 1 KffejftLfco PicaGene Basic Vector 2 

(IBS*, JKSM >**t, * * U 7" No. 309-04821) fc&Mftft'*? 9 - £ LX 
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G a 1 4g£©DNAi|£^& > l#l^f>14 7#B * -COT 5 J $E?iJ 
^3- KtSDNATltt hPPAR o^;l±y^»'j K^^iSit 
5 K-f-£ D N Ari*7 V - <£ -9 »CJtt^ LT , PicaGene Basic Vector 2 

56«i:|tt< <U h P PAR a ttzi±7 'J 2f > K»«&«* 

<D75 y^3ggtC(i SV40T-antigen ft*©«^f ->^/U, AlaProLys 
LysLysArgLysVa lGly (E*lJ#-£2) *EU — 2u fc^** 

7;Ui>Hf(^)^-7^;l/f-^ >cctf TyrProTyrAspVa 1 

ProAspTyrAla (K5««-3) ttBIR^lkn K>*JfiKE*f * * "9 
£DNAE?lJ£ Lfc 0 

15 SB^ti, R. Mukherjee (J. Steroid Biochem. Molec. Biol., 5_L 157 (1994)#J8) „ 
M. E Green h (Gene Expression, 4, 281 (1995)#fl8) ^ A Elbrecht h (Biochem 
Biophys. Res. Commun., 224, 431 (1996) t fi A Schmidt (MoL 
Endocrinology, 6, 1634 (1992)#flR) KlEflS ft*: H h P P A R»#©*ifcJt«S 

20 fchPPARa'jr/ Kfrfrfitt :Serl67_ Tyr 468 
thPPAR7'jr/ Kift^« :Serl76_ T yr478 
(thPPARy 1 t fPPAR7 2£#flrCI4S er204_ Tyr 

5 0 6 lC ffl^L, ^<nC«36Eyyc*4 0 ) tn-KtiDNAt«fflU. 

25 ^LfcGa l 456©DNAfi^i«, ltl*fel 4 7f BifOT^y 
REBI<0**=»- Ki-aDNA-Sr^ri-aSa^^^-fe^-CflSEL^o 
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2) tfPPARo J fcli 7 $§fr^fflv^;;vy 7 x 7 -lf7 y -feW 

Ltfflv>fc CV-1 idli^Cto-C^tLfco 
^ * n&gM-^^Sll (DM EM) K^JMJfiLif (GIBCO BRL tfc, 
No. 26140-061) 0%K$&«}:? «inU £ Ki&ilffi 5 OU/m 

5 1 ^-yij >Gt50^g/ml tf>^®* v > &i)P;l K 

Ga 1 4 -P P AR5&a^* *-<9MDNA£^±#ffilfe 
f^^A"*** b7^^7x^->3 >tC|^L, ijfflJI&Sr^tf) 10 cm dish K 2 X 
1 0 6 cells *S®LTi3#, ifiLft^-^^'iv^tti-e-lBl^^^ifeL^^ 

10 «*1 0ml *m*-tza U**-*-&{k^1 0 ^ g. Ga 1 4 -PPARf&SI 
^?*-0.5 pgt LipofectAMINE (iSS£,, GIBCO BRL tt, # ? D ^ No. 
18324-012) 5 0// 1 £ J: < WM U ±IflJg#dish «jbP L£ 0 3 7 r^SI* 
5-6 B^^^llt. 10ml OWr ^MlfilVf (GIBCO BRL %fc, # * n ^ No. 
26300-061) 2 0%i&trmi&*1mx.tZo 3 7TCt-^tL/:t, «Hfl&«r h 'J 

15 y^^^a^-t^TT^tJt^^SOOOcells/l 0 0 ml D M E M — 1 0 %jf£#rJfil 

it/weii ommmBt-c 9 6^-7*1^- htzmmLMwmi&mLimmtmMLt: 

100^1 ^^iDL^o 37tT4 2l$WJg&L, «BI& IT&Ktfc 
o T * v 7 7 — L£o 
20 ^HiS-e, PPAR a iZHLXGniZfris?^*?— BittS^-O^ £ 

fctfrffc-C^ *»1^Mffr&**>WtHM 9 V > (Eur. J. Biochem. 232 : 242-247 
(1996) ; Genes & Development 10 : 974-984 (1996)#B$) 10^ Mt^(JPB# 0^>7i 

1.0 t L^fc $<oif&mft&m\ 0 M Mmmm<7>wMm&*£ii 
AizmLtzo 2b\z, Gmik&mKMLxte, zmnmLxKm.&*tkmL, 
25 ttz, mmm#&<o%te*vmLt:o 
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^1 4 





U->f >) 1 


^JIWI 3 


3.0 


^SfiWI 3 (12) 


2. 5 




0. 5 


^jSSW 8 


1 . 0 


nmwi 3 


1. 5 


^J&^3 (2 3) 


5. 0 


mmmi 4 


6. 8 


2 0(3) 


7. 5 



£ 1.0 t Lfc £ § ^JfcflU 2 6 (1 2 0) Xf%ti6M 2 6 (1 3 2) Tiilji 
Sfc, PPAR7 C^LTttKJUy7x7- tfitfo^-O^Srf&M;-? £ 

(Cell S3, 863 (1995), Endocrinology, 122, 4189 (1996)£ «fc Tf J. Med. Chera, 22, 
665 (1996)#«0 1 0 ft MffismWl'*/ 7x7 — l.o t L£ £ £ N — & 
10 3; (I) -C^$a^>^:^>fb^^d*>> HE»«4T«jt$itfc<k^*« 0.2 
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it&KKAy/Ta^** (1*7 EE) * 7Mtft (#t3 5~4 0g) -CAffigL 

fz e nmmf&tk u ( o b) > itm. mmmax if^mM (tg ( h »; r v -t 

U K) <I) KgoXP^tfcfi^v^, §g0 X *) 8 BRU *3§9Hfc^£ 0.1% (w 
5 /w)^tf^#> ^> L < ti|3-*|S|^<0^O-C^WL7to ^IW6 Bg, 

f^7U9 BgO 13 :00tw^jfliSrJff^v\ jfiugHlU ifil^flg® (T Gil) * 
fflU5SL^o m&Zmi 5£XVmi 6K^1-„ «fflflin>hn-;vi 

10 

&1 5 

JM^ffi (mg/dl) 
OB 6B 9B 

n^bn-;V 440.7±102.7 442.6±108.3 518.8±48.6 

^M^J 3 (23) -C 

£li£L£4fc;£-% 431.4±76.4 309.4±99.5* 324.5±26.6** 
159mg/kg/day l&MM 



** : p<0.01 vs 3 > h o - ;l/ (1 i£7E) 
• : p<0.05 vs 3 ^ bn-;b (li¥7E) 

ai 6 



TG (mg/dl) 
OB 6B 9B 

436.1 ±97.5 367.6±64.1 272.3±48.2 

429.2±80.6 248.8±64.7" 260.6±71.2 



" : p<0.01 vs n > Y a - ;l/ (1 i?7E5) 
* : p<0.05 vs3>ho-;v (1 i£7E) 
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Sprague-Dawley (SD)7'H ( 8 E) £5-6 MM (foS. 14 0-160 

g) -cA#m, m 1 Mwn^mmifift*^ »i«bh6l^. mmatemu 

5 (OB) , #m&<fctfjfiLiHi® (>y^y*5>f k«) K&^fF&ttfcfrft 

v\ IBif) 3 Bn%R-p^^t 1 B 1 l> (1 0 Omg/ 

kg/day) **rfcv\ fcfcft-S-lfe (3 Hi) , JfiL*j§t« (&StfliJRf$ 

(FFA) , h U^ry*9-f K (TG) ) *»feLfc. M££i£l 7*JttF* 
1 8 K>jct 0 



^1 7 



TG (mg/dl) 




0 B 


3 B 


3 > f D — ;U 


126±12 


150±16 


lli&fll 1 3 T 


124±12 


76±7** 




126±12 


100±13* 



** : p<0.01 vs n > h n -)V (13£8E) 
*: p<0.05vs rxy hn-;w 0i£8E) 
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mi 8 



FFA (nEctfml) 




0 B 


3 B 


mmm 1 3 -c 


529±32 
504±44 


653±41 
383 ±28** 




513±50 


473 ±44* 



** : p<0.01 vsn>hn-;i/ (1S£8E) 
* : p<0.05 vs ^ > b D - A> (1^8E) 



5 mm 

10 smil aAjg. iflmitt'Wiijft*©^ xv/tfz hdl^i/ 

^fo-;P±#|j, LDL3W^fn-^J:il f /ifcliVLDL3Wn 
-^Oifc^W, Uli ^ y > K o - A X O n ^ 7 7 ^ ^ - g ^IJ t Lt^ffl 

Hfca; (i) vmztib*&wit&to* *nh<Dmt&&s %tib<o 

15 ttf* jdDJft^ J: IT* *l OtK K P P A R a T ^- ^ b ftffl * W L T v» 4 
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mm 

5 

— (i) •?&$ti&*&mit&to* *(Dim&<o^ mmu&, ztz\± 
io s^st*. mvt. mmm^ mmmmmzxvm* 

a**, $,A—A$>tz *) , llKco^ 1 mg^ib lOOOmg^H^ 1 

H lls];^&[IJi&n&4-£*t&rt\ ££(i/&A-A&*:*K l(aI{co§ x o.lm 
g^f>l OOmgOffcB-e, l (»^L<«i, mm 

15 £*i-£ 0 

^•^^>^faL^«t 9 tc, &$-mi±, m*<D0kftK x-ox^m-t &<dx, ± 

fen&^cotzibvMmmT&Mfcii^ xn, u-r^n. mm. mn. 
z<D£7%mmmm]Kt$^x\i^ ut-DZtzitz <d m&ygw it * 
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mmmmm (y**<>m. Tx*<?*>m&) mtm^^tt^ tai^ot 
mmtLxm^btiZo tti s 'Zmzzw-T-^yrm (fit, t*7f>, 

10 mm. mum* %itm. tra*j, mm?h vmm. wmmm^^m 

tt*tL&±<Dm&®m%mmizfem, mmttntzutz^xm^btiZo mm 
15 tit, wz.ix&mmM®^ £m-$&&^ m®m. ^n\du>^v a-*, 

%it$u mmitm. mmm, vk&mm*&/vx^T *> «tv> 0 ztibimfcum. 

\immm£&*M]kL, ^(ommmzmmitt tzimm<ommmm^i tza 

wmu&5-<Dtztb(o*<oii&L<Dmmt lx\u x> to ztzu* fronts®-® 
flr^*cj:»)te*$*L*^i»w, *tf*u mmu mxm. x-ru 

25 -#h m.M££U ! mft&^<Dtzft<7)^y*)->)-l$tf&5ti2> 0 

xyis-mit. -&wizm\<* bit&ftmti&ftizmmfcfcmi- mj *a<^ * 
3 >*&&M£*&&*j**.&x 7%®mm. w£tfMth'j->A, *^>& 
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M<DM&yjm±. m*.tmmim 2,868,691 ^xzrmm 3,095,355 



3-tKD^>X7^ftiK (106 mg) + (4.3 ml) K 

»#U TkftT, ^V^n^iwr/ (o.36 ml) axvjih*^* 
7»?UV K (80ml) fctJOx., 90a-«#Lfc&, MT- %H6#L^ 0 EJfc 

11 : 1) -CffiigL, TfB»ttttt^ft*SHft-H* (131 mg) 
TLCrRf 0.38CN^-9-> : ^JL^;i, = 3 ; i) ; 

NMR (CDC1 3 ) : d 9.98 (1H, s), 7.41-7.56 (3H, m), 7.26-7.34 (1H, m), 5.24 (2H, 
25 s), 3.50 (3H, s)» 



10 



^#■1 1 
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(5EZ) -6- (3 -> h^rv^ h^y7x-;V) 



5 




OH 



(4 -*A'tf*i/'7 J f-A') b V 7x-jl/*^*r^Ayn 5 K(95.0 
g. WMg 1*31) *fF7liF077> (250ml) fc»J*U **frT, t -? 

h^y*'^A (48.i g) Srirax.. Mia-c i isratt^Lfco ##09 1 -es&jg L 
10 fcto&W (23.7 g) £ hfx^p*»LfetK, RJfc*B£ig*£K?8T U Si& 

TLC : Rf 0.31 (^#^> I fi^JC?-;W = i : i) ; 

15 NMR (CDC1 3 ) : 5 7. 17-7.30 (1H, m), 6.85-7.02 (3H, m), 6.34-6.46 (1H, m), 6.08- 

6.24 (0.5H, m, E-isomer), 5.56-5.71 (0.5H, m, Z-isomer), 5.19 (2H, s), 3.48 (3H, s), 
2.22-2.46 (4H, m), 1.72-1.91 (2H, m) c 



20 (5EZ) -6- (3-^h^y^h^fy7x-;V) - 5 -^\*-fe>$ • j* -f- 
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##^2T'$!ijtL^lb^<0^^^^*^AT5 K (224m 1) RSfl 
#V*A (48.4 g) *J:tf3*4L*** (18.9ml) £iDx, ^i&-C-lftiE# 

5 §v"JW»7A^n7h777^- (^^r-9-> : gfcg&x ^ ;i/ = 15 ; i) Tffi 
ML, TfB^ttlfiSr^l-^^S'fb^ (37.8 g) *f§fc 0 
tlc : Rf o.77 : ^ji^;w=i I 1) ; 

NMR (CDC1 3 ) : S 7.16-7.28 (1H, m), 6.85-7.04 (4H, m), 6.40 (1H, m), 6.17 

(0.5H, ddd, J=16.0, 6.7, 6.7Hz, E-isomer), 5.64 (0.5H, ddd, J=11.6, 7.3, 7.3Hz, Z- 
10 isomer), 5.18 (2H, s), 3.66 (3H, s, E,Z-mix), 3.49 (3H, s), 2.19-2.43 (4H, m), 1.80- 
1.89 (2H, m) 0 

15 




^m3^mMLtzit^m (37.11 g ) j-^ ooomi) izmmttz 

T)U=f>jfxW.&Zff%^tz 0 aS5H:5%^7y*9A^f (3 g) 
TLC : Rf 0.57 (^^r^> : St^-^;l/ = 3 ! 1) ; 

NMR (CDCI3) : £ 7. 19 (1H, dd, J=9.0, 7.2Hz), 6.80-6.89 (3H, m), 5. 17 (2H, s), 

3.67 (3H, s), 3.49 (3H, s), 2.59 (2H, t, J=7.4Hz), 2.31 (2H, t, J=7.7Hz), 1.56-1.74 
25 (4H, m), 1.23-1.43 (2H, m) 0 
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4 "efSitLfctt^©* * y (250 ml) v£&K, 4N«^- 
1, 4 -v**-9->j§i£ (250ml) SrjjDx., 30 ^WM#L*:o «T 

io u TEfetti * ;rr * nmit&m 01.68 g) *»fc 0 

TLC : Rf 0.55 C^*^ ftRif^ = l I 1) ; 

NMR (CDCI3) : £ 7.10-7.18 (1H, m), 6.63-6.75 (3H, m), 5.03 (1H, brs), 3.67 (3H, 

s), 2.56 (2H, t, J=7.6Hz), 2.31 (2H, t, J=7.6Hz), 1.42-1.72 (4H, m), 1.26-1.40 (2H, 
m) 0 

15 

(5E) -5- (7->h*v-l, 2, 3, 4 — r h 7t KDt7f J T>) 



20 




OH 



4 -*^^v7*f^ h 'J 7x-^^*-7 A^n ^ K (15.09 g) Of h 
7bKD77> (80 m 1 ) mm-. zlt^T, ii 'J A t-7*h^vK (7.64 
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1 -y- Yyuy (5.0 g) «f F7tKD77> (20 m 1) ?#?&fciJDx-T. ^tS. 

D7|./77-f- (^^r^> : fi^m^^^=io: l— 3 : i) -e«f»U TIBWtt 
ffifc;T**tMMfc'&*U (5.60 g) £#*:„ 

TLC : Rf 0.35 C\^r^^ : gt^f-^=2 : 1) ; 

NMR (CDC1 3 ) : d 7.08 (1H, d, J=2.6Hz), 7.00 (1H, d, J=8.4Hz), 6.72 (1H, dd, 

10 J=8.4, 2.6Hz), 5.95 (1H, tt, J=7.3, 1.8Hz), 3.81 (3H, s), 2.70 (2H, t, J=6.0Hz), 2.21- 
2.49 (6H, m), 1.73-1.89 (4H, m) 0 



5- (7-HKn + v-3, 4 - V\i Yu-fy * V>- 1 ->f )V) ^<> ? 

15 



##086 -en&Ltzit&m (1.77 g) iJtvev yy*ai* (7.8 g ) * isox: 

<fc£-% (1.56 g) 

TLC:Rf 0.16(^^r-9-> I St^x.^-;U=2 : 1) ; 
25 NMR (CDCl 3 +d 6 -DMSO) : 5 6.88 (1H, d, J=8.0Hz), 6.71 (1H, d, J=2.4Hz), 6.56 




78 



WO 99/11255 



PCT/JP98/03760 



(1H, dd, J=8.0, 2.4Hz), 5.77 (1H, t , J=4.4Hz), 2.56 (2H, t, J=7.8Hz), 2.07-2.38 
(6H, m), 1.43-1.76 (4H, m) 0 

5 5- (7-fc + 4-yt Kn -j-y ? v > - 1 -4 )V) s<> ? • 




10 (10ml) &-10 e CKi%±PU (1.7ml) £lJPx_-C. 

m^m -em&Ltzit&m a.56 g ) <d**;-)v (5 mi) 
tilt, Tieti^^^ri-^^^k^ (1.55 g ) *mz 0 

TLC:Rf 0.72 (^\^"9-> I ft|?xf;i/ = i ; l) ; 

NMR (CDQ 3 ) : 5 6.99 (1H, d, J=8.0Hz), 6.74 (1H, d, J=2.6Hz), 6.61 (1H, dd, 

J=8.0, 2.6Hz), 5.86 (1H, t, J=4.6Hz), 4.81 (1H, brs), 3.66 (3H, s), 2.64 (2H, t, 
20 J=8.1Hz), 2.31-2.45 (4H, m), 2.16-2.26 (2H, m), 1.46-1.82 (4H, m) 0 

5- (7-tKD^fy-l, 2, 3, 4 -f- h y Kn i~7 ? V >- 1 -4 )U) 

25 
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6 T« it L fc it&m £ ##$| 4 -## 0IJ 7 8 t TOO i 65 O 

5 TLC : Rf 0.75 > : g^^^;u = i : i) ; 

NMR (CDCl 3 ) : 8 6.92 (d, J = 8.0 Hz, 1H), 6.63 (dd, J = 8.0, 3.0 Hz, 1H), 6.57 (d, 

J = 3.0Hz, 1H), 4.96 (brs, 1H), 3.68 (s, 3H), 2.63-2.76 (m, 3H), 2.34 (t, J = 7.3 Hz, 
2H), 1.34-1.86 (m, 10H) o 

io 1 0 

2- (3- (3-kh*D + «>7x^) ^nfWt) ^^f^fil/ 



15 3 - (3 bZ-is* I«*y7x^) M^fu \ K (6.2 g) £T-fe h 
-MJ>W (50m 1 ) fc»«|U ft/V3-^f^ (2.4 m 1 ) , V 
*A (3.97 g) *J:if3-^k*y^A (0.40 g) fcflUfatol*., 2 B#^M« L 

?Mi:4N^-vt^rt>M (60ml) tiwit, £a^ 1 W«#Lfc. 
20 RJEI^iiiLfeo v 'J A 7 A ^ n y h ^7 7 ^ 

: ft^f-;w=7 : 1-5 : i) -?mm L, TEttitftsiif^lii (5.75 

g) *#fco 

TLC : Rf 0.37 (^+^> : ig?xf;V= 3 ; i) ; 
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NMR (CDa 3 ) : 8 7.16 (m, 1H), 6.64-6.77 (m, 3H), 4.87 (s, 1H), 3.73 (s, 3H), 

3.23 (s, 2H), 2.68 (t, J - 7.6 Hz, 2H), 2.64 (t, J = 7.6 Hz, 2H), 1.91 (tt, J = 7.6, 7.6 
Hz, 2H)o 

s mmmi 




10 

^m^^m^tzit^m (5.98 g) ©^f^JVAT^ K (54m I) i§ 
ifcfc, (11.16 g) fcjbDx, £fiT5#IBia#Lfc&, 

^W;'J>-« (7.49 g) „ 3«Mb^MJ«7A (4.44 g) 
-fev«7A (8.77 g) =Sri)Px. lfit'3HWL/; 0 RJ»^&£<£*£&K 

77^- (^t>:»«xf/i/=7:i) -e*«u Tm®&mzG+&*& 

Mt&llB (4.69 g) 

TLC : Rf 0.49(^^r+)"> I S^^^^=2 : 1) ; 
20 NMR (CDC1 3 ) : <5 8.19 (1H, d, J=8.4Hz), 8.08 (1H, d, J=8.4Hz), 7.83 (1H, d, 

J=8.0Hz), 7.66-7.78 (2H, m), 7.54 (1H, ddd, J=8.0, 7.0, 1.0Hz), 7.18 (1H, dd, J=8.8, 
8.8Hz), 6.78-6.86 (3H, m), 5.38 (2H, s), 3.66 (3H, s), 2.58 (2H, t, J=7.6Hz), 2.28 
(2H, t, J=7.5Hz), 1.53-1.70 (4H, m), 1.22-1.40 (2H, m)„ 
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^ n y k * fctt **iic*af * irntt sum 1 1 mm* i ft <&*ns»c r 



6- (3- (^-7^^>-2->f;i/^ h+v) 7 iifr) ^**>«. 




TLC:Rf 0.48 : ft»^^^ = 5 : l) J 

NMR(CDCl 3 ): * 7.92-7.79 (4H, m), 7.58-7.43 (3H, m), 7.26-7. 15 (1H, m), 6.91- 
6.75 (3H, m), 5.22 (2H, s), 3.66 (3H, s), 2.59 (2H, t, J=7.7Hz), 2.29 (2H, t, 
J=7.6Hz), 1.73-1.53 (4H,m), 1.44-1.20 (2H, m) e 



1 (2) 
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TLC : Rf 0.51 (^*V> I fife^^-;U = 5 I 1) ; 

NMR (CDC1 3 ) : $ 7.48-7.26 (5H, m), 7.24-7. 13 (1H, m), 6.84-6.73 (3H, m), 5.05 
(2H, s), 3.66 (3H, s), 2.58 (2H, t, J=7.7Hz), 2.30 (2H, t, J=7.6Hz), 1.75-1.53 (4H, 



6- (3- {\ZV 9 Jy-2-4 fr* h^y) 7i-/l/) ^^-9- • 




TLC:Rf o.i4(^^-9-> : t^ffi?-x^;w=3 : l) ; 

NMR (CDCI3) : & 8.60 (1H, dd, J=4.8, 1.0Hz), 7.71 (1H, dt, J=7.8, 1.5Hz), 7.53 

(1H, d, J=7.8Hz), 7.27-7.13 (2H, m). 6.85-6.75 (3H, m), 5.20 (2H, s), 3.66 (3H, s), 
15 2.58 (2H, t, J=7.6Hz), 2.30 (2H, t, J=7.6Hz), 1.74-1.52 (4H, m), 1.44-1.20 (2H, m)o 

(2 E) -3 - (2 - >-2->fiM h^rv) y^-fr) - 2-fu 



m), 1.44-1.20 (2H, m)„ 



5 



20 
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TLC : Rf 0.52 : Wf&J^?-)U=2 : 1) ; 

NMR (CDC1 3 ) : 8 8.20 (1H, d, J=7.8Hz), 8.18 (1H, d, J=16.2Hz), 8.09 (1H, d, 
J=8.4Hz), 7.84 (1H, d, J=7.8Hz), 7.75 (1H, m), 7.65 (1H, d, J=8.4Hz), 7.61-7.50 
5 (2H, m), 7.33-7.23 (1H, m), 7.03-6.92 (2H, m), 6.62 (1H, d, J=16.2Hz), 5.48 (2H, s), 
3.82 (3H, s) 0 

mmmi (5) 

(2E) -3- (3- <; >-2 h^y) 7x^;b) - 2 --/u 
10 • J^-frJ^Xf-fr 




TLC : Rf 0i2(Mt^;ffiRxf il/=2:i); 
15 NMR (CDCI3) : £ 8.20 (1H, d, J=8.4Hz), 8.09 (1H, d, J=8.4Hz), 7.83 (1H, dd, 

J=8.2, 1.2Hz), 7.75 (1H, dt, J=7.0, 1.6Hz), 7.66 (1H. d, J=8.4Hz), 7.64 (1H, d, 
J=16.0Hz), 7.56 (1H, dt, J=8.2, 1.2Hz), 7.30 (1H, t, J=7.8Hz), 7.23-7.00 (3H, m), 
6.41 (1H, d, J=16.0Hz), 5.41 (2H, s), 3.80 (3H, s) 0 

20 mmi 

(2 E) -3 - (4 - (+yj>-2-^fJl/^ h^y) 7ii*) - 2 -7*o 
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CH 3 



O 



Tlx: : Rf 0.41 > : =2 : 1) ; 

NMR (CDC1 3 ) : <5* 8.20 (1H, d, J=8.6Hz), 8.09 (1H, d, J=8.2Hz), 7.83 (1H, d, 

5 J=8.0Hz), 7.75 (1H, dt, J=8.4, 1.6Hz) ? 7.64 (1H, d, J=8.4Hz), 7.63 (1H, d, 
J=16.0Hz), 7.56 (1H, m), 7.47 (2H, d, J=8.8Hz), 7.03 (2H, d, J=8.8Hz), 6.30 (1H, d, 
J=16.0Hz), 5.41 (2H, s), 3.76 (3H, s)o 



mnwi (7) 

10 3- (2- J V >- 2 -A fr* h^v) 7 ^n;r/^ . ^ 



15 TLC : Rf 0.61 > I ff=fi£.x^;P=2 : 1) ; 

NMR (CDCI3) : £ 8.21 (1H, d, J=8.6Hz), 8.08 (1H, d, J=8.4Hz), 7.84 (1H, d, 

J=8.0Hz), 7.79-7.68 (1H, m), 7.68 (1H, d, J=8.6Hz), 7.55 (1H, dt, J=8.0, 3.0Hz), 
7.25-7.10 (2H, m), 6.97-6.86 (2H, m), 5.41 (2H, s), 3.68 (3H, s), 3.10 (2H, t, 
J=7.8Hz), 2.72 (2H, t, J=7.8Hz) c 




O 



20 
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mum I (8) 

3- (3- (^y'J>-2-'f;Mb^y) yju-)V) . ^-f-^jc 



TLCrRf 0.55(^^-9-^ : ^i^-;U=2 : 1) ; 

NMR (CDC1 3 ) : ^ 8.19 (1H, d, J=8.6Hz), 8.08 (1H, d, J=8.4Hz), 7.83 (1H, d, 

J=8.0Hz), 7.80-7.68 (1H, m), 7.67 (1H, d, J=8.6Hz), 7.60-7.49 (1H, m), 7.20 (1H, t, 
10 J=7.8Hz), 6.92-6.77 (3H, m), 5.37 (2H, s), 3.66 (3H, s), 2.92 (2H, t, J=7.8Hz), 2.61 
(2H, t, J=7.8Hz) 0 

3- (4- (^yj>-2-'f;M F^y) yo/r/t - ^f;vx 

15 ^-r;v 



TLC:Rf 0.53 (^^r^> : g^^^;l/ = 2 : 1) ; 
20 NMR (CDCI3) : $ 8.18 (1H, d, J=8.6Hz), 8.08 (1H, d. J=8.4Hz), 7.82 (1H, d, 
J=7.8Hz), 7.79-7.67 (1H, m), 7.67 (1H, d, J=8.6Hz), 7.54 (1H, t, J=7.8Hz), 7.11 (2H, 



5 





O 
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d, J=8.8Hz), 6.95 (2H, d, J=8.8Hz), 5.36 (2H, s), 3.66 (3H, s), 2.89 (2H, t, J=7.6Hz), 
2.59 (2H, t, J=7.6Hz) 0 

5 6 - (4- U >- 2 — f h*v) 7 ^*^>g£ • 



10 tlc : Rf 0.57 : S^^f-;w=2 : 1) ; 

NMR (CDC1 3 ) : d 8.18 (1H, d, J=8.8Hz), 8.08 (1H, d, J=8.4Hz), 7.82 (1H, d, 

J=7.8Hz), 7.74 (1H, m), 7.68 (1H, d, J=8.4Hz), 7.54 (1H, dt, J=8.0, 1.2Hz), 7.08 
(2H, d, J=8.8Hz), 6.94 (2H, d, J=8.8Hz), 5.37 (2H, s), 3.65 (3H, s), 2.54 (2H, t, 
J=7.6Hz), 2.30 (2H, t, J=7.5Hz), 1.73-1.50 (4H, m), 1.43-1.30 (2H, m) Q 



mmm l_luj 

6- (2 - >- 2 ->f h^y) 7 jl-)i>) ^**r>& • ^f^x 




15 



o 



20 
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TLC:Rf 0.63(^^r-9-> : ^JC^-ju= 2 : i) ; 

NMR (CDCI3) : S 8.22 (1H, d, J=8.4Hz), 8.08 (1H, d, J=8.4Hz), 7.84 (1H, d, 
J=8.0Hz), 7.75 (1H, m), 7.68 (1H, d, J=8.4Hz), 7.55 <1H, t, J=8.0Hz), 7.21-7.08 (2H, 
m), 6.95-6.86 (2H, m), 5.39 (2H, s), 3.64 <3H, s), 2.76 (2H, t, J=7.5Hz), 2.31 (2H, t, 
J=7.3Hz), 1.80-1.58 (4H, m). 1.52-1.34 (2H, m) 0 

mm 1 U 2 1 

4- (2- (^yi;>_ 2 ->f )V* h^v) 7xy^y) 79 y& . xf;px 



TLCrRf 0.60(^^-9"> : ft^JE.^;u = i : !) ; 

NMR (CDd 3 ) : 8 8.20 (1H, d, J=8.2Hz), 8.07 (1H, d, J=8.2Hz),7.69-7.85 (3H, 
m), 7.54 (1H, ddd, J=8.0, 6.8, 1.2Hz), 6.81-6.98 (4H, m), 5.43 (2H, s), 4.09-4.19 
(4H, m), 2.59 (2H, t, J=7.4Hz), 2.18 (2H, m), 1.25 (3H, t. J=7.2Hz) 0 

mmu u aj 

5- (2- (^yV>-2-^f;M h+y) 7x^y) sO*>%L.^)V 




o 
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TLC : Rf 0.51 (^^r-9"> : S^S?i^-;P=2 : 1) ; 

NMR (CDC1 3 ) : $ 8.20 (1H, d, J=8.4Hz), 8.07 (1H, d, J=8.4Hz), 7.69-7.85 (3H, 

5 m), 7.54 (1H, m), 6. 80-6.98 (4H, m), 5.43 (2H, s), 4. 12 (2H, q, J=7. 1Hz), 4.09 (2H, 
t, J=6.2Hz), 2.41 (2H, t, J=6.9Hz), 1.86-1.91 (4H, m), 1.23 (3H, t, J=7.1Hz)o 

1(14) 

2- (3- (3- (^y'J>-2->f;^ h^rv) 7 ^=-)V) /D^y) g£ 
10 B£ * J^-frJ-ATfr 




TLC : Rf 0.31 I gfc$^^ )V=2 I 1) ; 

15 NMR (CDCI3) : S 8. 19 (1H, d, J=8.4Hz), 8.08 (1H, d, J=8.4Hz), 7.65-7.85 (3H, 

m), 7.55 (1H, m), 7.19 (1H, dd, J=7.0, 7.0Hz), 6.65-6.92 (3H,m), 5.38 (2H, s), 4.05 
(2H, s), 3.76 (3H, s), 3.52 (2H, t, J=7.0Hz), 2.69 (2H, t, J=10.0Hz), 1.95 (2H, m)o 

3g*fc0ili (1 5 ^ 

20 7- (2 - (+y'J >- 2 - W 7 ^"/^ >g . jl^ ;W 
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TLC : Rf 0.51 (^^r^ > I WfWL^^= 2 11); 

NMR (CDC1 3 ) : S 8.20 (1H, d, J=8.4Hz), 8.07 (1H, d, J=8.4Hz), 7.69-7.84 <3H, 
m), 7.54 (1H, ddd, J=8.2, 6.8, 1.4Hz), 6.80-6.98 (4H, m), 5.44 (2H, s), 4. 12 (2H, q, 
J=7.2Hz), 4.06 (2H, t, J=6.6Hz), 2.30 (2H, t, J=7.4Hz), 1.87 (2H, tt, J=7.3, 7.3Hz), 
1.35-1.74 (6H, m), 1.24 (3H, t, J=7.2Hz) 0 

4- (2- (4-^>f;l/^>^;i/:t^y) 7x.J*is) y& . ^jusc 




O 



TLC:Rf 0.52C\^-9-> : ft^JC^;u= 5 : i) ; 

NMR (CDCI3) : 8 7.35 (2H, d, J=8.4Hz), 7. 17 (2H, d, J=8.4Hz), 6.84-6.96 (4H, 
m), 5.08 (2H, s), 4.13 (2H, q, J=7.4Hz), 4.07 (2H, t, J=6.2Hz), 2.60 (2H, t, J=7.3Hz), 
2.54 (2H, t, J=7.5Hz), 2.13 (2H, m), 1.52-1.68 (2H, m), 1.26-1.37 (4H, m),1.25 (3H, 
t, J=7.4Hz), 0.89 (3H, t, J=6.8Hz) 0 
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mmm} lull 

5- (2- (4 7i^y) ^> * • 



TLC : Rf 0.48 (^4r-^> I S^^f-^ = 5 I 1) ; 

NMR (CDC1 3 ) : S 7.35 (2H, d, J=8.4Hz), 7. 17 (2H, d, J=8.4Hz), 6.81-6.96 (4H, 

10 m), 5.08 (2H, s), 4.12 (2H, q, J=7.2Hz), 4.04 (2H, t, J=5.8Hz), 2.59 (2H, t, J=7.7Hz), 
2.39 (2H, t, J=7.0Hz), 1.80-1.88 (4H, m), 1.52-1.68 (2H, m), 1.28-1.37 (4H, m),1.24 
(3H, t, J=7.2Hz), 0.88 (3H, t, J=6.6Hz) c 

15 7- (2- (4 -^y^f-)V^y Vfrjr^'s) 7i^y) "/ * > • ;i/ 



20 TLC : Rf 0.50 > \ A>=S 1) ; 

NMR (CDCI3) : £ 7.35 (2H, d, J=7.8Hz), 7.17 (2H, d, J=7.8Hz), 6.80-6.96 (4H, 



5 
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m), 5.08 (2H, s), 4.12 (2H, q, J=7.2Hz), 4.02 (2H, t, J=6.6Hz), 2.60 (2H, t, J=7.7Hz), 
2.29 (2H, t, J=7.5Hz), 1.24-1.90 (14H, m), 1.25 (3H, t, J=7.2Hz), 0.88 (3H, t, 
J=6.6Hz) 0 

i LL2-) 

5 - (3 - (3r y V >- 2 —4 fr* \ 3rv) 7i;;P) i/g£ . 




TLC : Rf 0.39(^^r"9-> : ftgxf;i/=3 : i) ; 

NMR (CDC1 3 ) : £ 8.20 (1H, d, J=8.5Hz), 8.09 (1H, d, J=8.5Hz), 7.83 (1H, dd, 
J=8.0, 1.5Hz), 6.74 (1H, ddd, J=8.0, 8.0, 1.5Hz), 7.69 (1H, d, J=8.5Hz), 7.55 (1H, 
ddd, J=8.0, 8.0, 1.0Hz), 7.19(1H, dd, J=8.5, 8.5Hz). 6.90-6.75 (3H, m), 5.38 (2H, 
s), 3.66 (3H, s), 2.60 (2H, t-like),2.30 (2H, t-like), 1.70-1.55 (4H, m) 0 

MWiVW (2 0) 

2- (3- (3- y- 2 -4)i>* *» 71^) ^o^w) 




S^Y°-CH 3 
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TLC:Rf 0.55 : gf:$^f-;l/=2 : 1) ; 

NMR(CDC1 3 ): $ 8.20 (1H, d, J=8.6Hz), 8.08 (1H, d, J=8.6Hz), 7.66-7.85 (3H, 

m), 7.55 (1H, ddd, J=8.2, 7.0, 1.2Hz), 7.20 (1H, dd, J=7.7, 7.7Hz), 6.78-6.88 (3H, 
m), 5.38 (2H, s), 3.72 (3H, s), 3.20 (2H, s), 2.58-2.73 (4H, m), 1.90 (2H, tt, J=7.5, 
5 7.5Hz)„ 

mmm (2 x) 

5- (7- (^yj>-2-^f^^ h^fy) -3, 4-ybKot7f-^) ^ 




TLC:Rf 0.63 \ W&3-1-)\s=2 \ l) ; 

NMR (CDCI3) : a 8. 19 (1H, d, J=8.4Hz), 8.08 (1H, d, J=8.4Hz), 7.83 (1H, dd, 

15 J=8.0, 1.2Hz), 7.67-7.78 (2H, m), 7.54 (1H, ddd, J=8.0, 6.0, 1.0Hz), 7.03 (1H, d, 
J=8.2Hz), 6.93 (1H, d, J=2.6Hz), 6.78 (1H, dd, J=8.2, 2.6Hz), 5.85 (1H, dd, J=4.6, 
4.6Hz), 5.39 (2H, s), 3.65 (3H, s), 2.64 (2H, t, J=7.9Hz), 2.39 (2H, t, J=7.3Hz), 
2.15-2.31 (4H, m), 1.41-1.70 (4H, m) 0 

20 mmrn 1(22) 

5- (7- (4f/'Jv-2->f^ h^v) -1, 2, 3, 4-fh7tKn 
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TLC:Rf 0.67 (^\^r-9-> : ^J.-^;i/ = 2 : 1) ; 

NMR (CDd 3 ) : d 8.18 (1H, d, J=8.4Hz), 8.08 (1H, d, J=8.4Hz), 7.82 (1H, d, 
5 J=8.2Hz), 7.67-7.78 (2H, m), 7.49-7.58 (1H, m), 6.94 (1H, d, J=8.4Hz), 6.75-6.84 
(2H, m), 5.36 (2H, s), 3.67 (3H, s), 2.64-2.75 (3H, m), 2.27 (2H, t, J=7.3Hz), 1.28- 
1.84 (10H, m) e 

IMJ L2-3J 

10 6- (3- (3-7x-)^D^y) 7 3L-)V) ^Hj->g£ . 




15 TLC : Rf 0.49 n D*;l/A : ;* 9 J -^=5 : 1) ; 

NMR (CDa 3 ) : 8 7.34-7.10 (6H, m), 6.78-6.67 (3H, m), 3.95 (2H, t, J=6.5Hz), 

3.66 (3H, s), 2.81 (2H, t, J=7.5Hz), 2.57 (2H, t, J=7.5Hz), 2.31 (2H, t, J=7.5Hz), 
2.10 (2H, m), 1.74-1.53 (4H, m), 1.45-1.24 (2H, m) 0 

20 (2 A) 

7- (3- (*;'J>-2-^M h*v) 7 ju 
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TLC : Rf 0.37 (^^r-^-v : ^^^^-;^=5 I 1) ; 

5 NMR (CDC1 3 ) : S 8.19 (1H, d, J=8.5Hz), 8.08 (1H, d, J=8.5Hz), 7.85-7.50 (4H, 

m), 7.20 (1H, dd, J=7.5, 7.5Hz), 6.95-6.80 (3H, m), 5.37 (2H, s), 3.67 (3H, s), 2.57 
(2H, t, J=7.5Hz), 2.31 (2H, t, J=7.5Hz), 1.70-1.50 (4H, m), 1.40-1.20 (4H, m) 0 

IMl (2$) 

10 (3EZ) -6- (3- (^fy 'J >- 2 -A - 3 




15 TLC : Rf 0.33 (^3MJ-> : ftK^f^=5 I 1) ; 

NMR (CDCI3) : <5 8.19 (1H, d, J=8.0Hz), 8.08 (1H, d, J=8.0Hz), 7.83 (1H, d, 

J=8.0Hz), 7.74 (1H, m), 7.68 (1H, d, J=8.0Hz), 7.55 (1H, m), 7.19 (1H, dd, J=8.0, 
8.0Hz), 6.95-6.75 (3H, m), 5.70-5.45 (2H, m), 5.38 (2H, s), 3.66 (3H, s), 3.05-2.95 
(2H, m), 2.70-2.60 (2H, m), 2.40-2.25 (2H, m) 0 

20 

mmm 1 (26) 

2- (3- (3- (^;'J>-2-^;^h + v) 7x;;p) fvUfrxn,? 
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OCX- 



o — nr 



CH 



'3 



5 TLC : Rf 0.68 O □ I > ^ J ~)V=9 ; i) ; 

NMR (CDC1 3 ) : 5 8.20 (1H, d, J=8.4Hz), 8.09 (1H, d, J=8.4Hz), 7.84 (1H, dd, 
J=8.4, 1.2Hz), 7.75 (1H, ddd, J=8.4, 7.0, 1.6Hz), 7.68 (1H, dd, J=8.4, 1.2Hz), 7.59 
(1H, ddd, J=8.2, 7.0, 1.2Hz), 7.22 (1H, m), 6.78-6.89 (3H, m), 5.38 (2H, s), 3.77 
(3H, s), 3.63 (2H, s), 2.74-2.85 (4H, m), 2.12 (2H, tt, J=7.7, 7.7Hz) e 



3E*fc*M (2 7) 

2- ( (2EZ) -3- (3- (+yj>-2->fJMF^y) 7^-;U) - 



TLC : Rf 0.35C\*-9-> : ft||xf^=3 : l) ; 

NMR (CDCl 3 ) : S 8. 19 (1H, d, J=8.5Hz), 8.09 (1H, d, J=8.5Hz), 7.83 (1H, d, 
J=8.0Hz), 7.74 (1H, m), 7.67 (1H, d, J=8.5Hz), 7.55 (1H, m), 7.21 (1H, dd, J=8.5, 
20 8.5Hz), 7.10-6.85 (3H, m), 6.45 (1H, d, J=16.0Hz), 6.13 (1H, dt, J=16.0, 7.5Hz), 
5.39 (2H, s), 3.70 (3H, s), 3.40 (2H, d, J=7.5Hz), 3.18 (2H, s) 0 



10 



OX- 



15 
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2-*^;u-2- (3- (3- (*y U >- 2 -4;^ h*v) 7i-^) y 



5 




NMR (CDC1 3 ) : d 8.20 (1H, d, J=8.6Hz), 8.08 (1H, d, J=8.6Hz), 7.66-7.85 (3H, 

m), 7.55 (1H, dd, J=7.5, 7.5Hz), 7.19 (1H, dd, J=7.6, 7.6Hz), 6.77-6.87 (3H, m), 
5.37 (2H, s), 4.14 (2H, q, J=7.2Hz), 2.57-2.70 (4H, m), 1.84 (2H, tt, J=7.7, 7.7Hz), 
10 1.49 (6H, s), 1.24 (3H, t, J=7.2Hz) 0 

mmmi (2 9) 



15 




TLC : Rf 0.41 \ > =1 : 2) ; 

NMR (CDC1 3 ) : 8 8. 19 (d, J = 8.5 Hz, 1H), 8.08 (d, J = 8.0 Hz, 1H), 7.82 (d, J = 

8.0 Hz, 1H), 7.74 (m, 1H), 7.67 (d, J = 8. 5Hz, 1H), 7.54 (m, 1H), 7.24 (dd, J = 8.0, 
20 8.0 Hz, 1H), 7.00-6.85 (m, 3H), 5.38 (s, 2H), 3.65 (s, 3H), 3.59 (s, 2H)<> 
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tlc : Rf o.5i (g^.x^;w : ✓s^MJ- > = i : 2) ; 

NMR (CDC1 3 ) : 8 8. 19 (d, J = 8.5 Hz, 1H), 8.09 (d, J = 8. 5Hz, 1H), 7.83 (d, J = 

8.0 Hz, 1H), 7.74 (m, 1H), 7.68 (d, J = 8.5 Hz, 1H), 7.55 (m, 1H), 7.23 (m, 1H), 
6.90-6.75 (m, 3H), 5.38 (s, 2H), 3.65 (s, 3H), 2.62 (t, J = 7.5 Hz, 2H), 2.31 (t, J = 
10 7.5 Hz, 2H), 1.93 (m, 2H)o 




TLC : Rf 0.64(^^r"9-> : f^^f-;i^=4 : 1) ; 

NMR (CDC1 3 ) : 3 7.02-7.36 (m, 5H), 6.78-6.83 (m, 3H), 5.00 (s, 2H), 3.67 (s, 

20 3H), 2.93 (t, J = 7.0 Hz, 2H), 2.57-2.66 (m, 4H), 1.61 (m, 2H), 1.24-1.36 (m, 4H), 
0.89 (t, J = 6.2 Hz, 3H) 0 
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mrnnx o 2) 

5- (5- V y- 2 -4 )l>* Y3c~» -3. 4-ykKnt7fJl') 




TLC:Rf 0.55(&&m-)\s I s\*y-> = i ; 2) ; 

NMR (CDC1 3 ) : 5 8.20 (d, J = 8.5 Hz, 1H), 8.08 (d, J = 8.0 Hz, 1H), 7.83 (d, J = 

8.0 Hz, 1H), 7.74 (m, 1H), 7.71 (d, J = 8.5 Hz, 1H), 7.54 (m, 1H), 7. 12 (dd, J = 8.0, 
10 8.0 Hz, 1H), 6.92 (d, J = 8.0 Hz, 1H), 6.85 (d, J = 8.0 Hz, 1H), 5.89 (t, J = 4.5 Hz, 
1H), 5.40 (s, 2H), 5.39 (s, 2H), 3.66 (s, 3H), 2.91 (t, J = 8.0 Hz, 2H), 2.45 (t, J = 7.0 
Hz, 2H), 2.34 (d, J = 7.5 Hz, 2H), 2.26 (m, 2H), 1.80-1.45 (4H, m) 0 

15 5- (5- y-2 -4 )\>* h*v) -1, 2, 3, 4-rh7U*o 




20 TLC : Rf 0.55 (tK : * * J —A* '. 9 nn*W=i : 10 : 100) ; 

NMR (CDCI3) : 8 8.20 (d. J = 8.5 Hz, 1H), 8.08 (d, J = 8.5 Hz, 1H), 7.83 (d, J = 
8.5 Hz, 1H), 7.74 (m, 1H), 7.72 (d, J = 8.5 Hz, 1H), 7.54 (m, 1H), 7.07 (dd, J = 8.0, 
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8.0 Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 6.73 (d, J = 8.0 Hz, 1H), 5.37 (s, 2H), 3.67 (s, 
3H), 3.00-2.60 (m, 3H), 2.34 (t, J = 7.5 Hz, 2H), 2.00-1.50 (10H, m) 0 

5 5- (4- (2- (~f7?U>-2-'()l') xh^y) 7jl-)U) • 



o 




10 tlc : Rf 0.69 (^^-9-> : B^^-f-;v=2 : l) ; 

NMR (CDCI3) : 8 7.85-7.70 (m, 4H), 7.50-7.40 (m, 3H), 7.05 (d, J = 9 Hz, 2H), 

6.80 (d, J = 9 Hz, 2H), 4.25 (t, J = 7 Hz, 2H), 3.65 (s, 3H), 3.25 (t, J = 7 Hz, 2H), 
2.60 (t, J = 7 Hz, 2H), 2.35 (t, J = 7 Hz, 2H), 1.75-1.50 (m, 4H) C 

15 mm 1(35) 

2 - (6 - (+yj>-2-^MF + y) -1, 2, 3, 4-ff7tKn 




O 
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TLC : Rf 0.47 (g^^JC^-;!/ : > = l : 2) ; 

NMR (CDCl 3 ) : 8 8. 18 (d, J = 8.5 Hz, 1H), 8.08 (d, J = 8.0 Hz, 1H), 7.82 (d, J = 

8.0Hz, 1H), 7.73 (m, 1H), 7.67 (d, J = 8.5 Hz, 1H), 7.54 (m, 1H), 7.06 (d, J = 8.5 
Hz, 1H), 6.81 (dd, J = 8.0, 3.0 Hz, 1H), 6.74 (d, J = 3.0 Hz, 1H), 5.35 (s, 2H), 3.69 
5 (s, 3H), 3.29 (m, 1H), 2.80-2.40 (m, 2H), 2.49 (dd, J = 15.0, 10.0 Hz, 1H), 2.00-1.60 
(m, 4H) 0 

mmm 1 (36) 

2 - (3 - (4 jc — fr* h^rv) 7 i.=.;i/) • ^f;mt 

10 



H 3 C 




TLC : Rf 0.91 : Bfc$^ -7-^=9 : i) ; 

15 NMR (CDC1 3 ) : $ 7.40-7.15 (m, 5H), 6.95-6.80 (m, 3H), 5.00 (s, 2H), 3.70 (s, 

3H), 3.60 (s, 2H), 2.60 (t, J = 7.5 Hz, 2H), 1.60 (m, 2H), 1.40-1.20 (m, 4H), 0.90 (t, 
J = 7 Hz, 3H)» 

mmn (3 7) 

20 6- (3 - V fr* h*v) 7x^JU) ^**)rVm.' 
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TLC:Rf 0.58(^^4h> :^i^;u = 1 : 1); 

NMR (CDCI3) : 8 9.00 (1H, br), 8.24 (1H, br), 8. 14 (1H, d, J=8.5Hz), 7.85 (1H, 
5 d, J=8.0Hz), 7.74 (1H, dd, J=8.5, 8.0Hz), 7.57 (1H, dd, J=8.5, 8.0Hz), 7.23 (1H, m), 
6.91-6.78 (3H, m), 5.26 (2H, s), 3.66 (3H, s), 2.60 (2H, t, J=7.5Hz), 2.30 (2H, t, 
J=7.5Hz), 1.78-1.54 (4H, m), 1.47-1.26 (2H, m) 0 

10 4- (3- ( (2E) -3- _ 2 -y n ^t^ 



H 3 C 




15 TLC:Rf 0.74 (^*-* > ; fj=$^,u= 3 : 1) ; 

NMR (CDCI3) : a 7.33 (d, J = 8.2 Hz, 2H), 7.20 (m, 1H), 7.14 (d, J = 8.2 Hz, 2H), 
6.67-6.82 (m, 4H), 6.37 (dt, J = 15.8, 5.8 Hz, 1H), 4.68 (dd, J = 5.8, 1.4 Hz, 2H), 
3.66 (s, 3H), 2.63 (t, J = 7.2 Hz, 2H), 2.59 (t, J = 7.2 Hz, 2H), 2.34 (t, J = 7.2 Hz, 
2H), 1.95 (tt, J = 7.2, 7.2 Hz, 2H), 1.61 (m, 2H), 1.25-1.36 (m, 4H), 0.89 (t, J = 6.7 

20 Hz, 3H) 0 

mmu (* 9 ) 
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4- (3- J V y- 3 -A fr* "7 i-Jl^) "T** > @£ • ^ 




5 

TLC : Rf 0.84(g^g?-X^;U) ; 

NMR (CDC1 3 ) : d 8.99 (d, J = 2.2 Hz. 1H), 8.24 (d, J = 2.2 Hz, 1H), 8. 13 (d, J = 

8.4 Hz, 1H), 7.85 (dd, J = 8.2, 1.4 Hz, 1H), 7.73 (ddd, J = 8.4, 7.0, 1.4 Hz, 1H), 
7.57 (ddd, J = 8.2, 7.0, 1.2 Hz, 1H), 7.23 (m, 1H), 6.81-6.88 (m, 3H), 5.26 (s, 2H), 
10 3.67 (s, 3H), 2.65 (t, J = 7.5 Hz, 2H), 2.34 (t, J = 7.5 Hz, 2H), 1.96 (tt, J = 7.5, 7.5 
Hz, 2H) 0 

^1 (4 0) 

4 - (4 - (4-^nn-2-hU yivjru t - 6-4 )\< * h * 



F 




TLC : Rf o.49(^^r-9-> : »®?^^;w=4: l) ; 

20 NMR (CDCI3) : d 8.35 (d, J = 2.0 Hz, lH), 8.27 (d, J = 8.8 Hz, lH), 7.95 (dd, J = 
8.8, 2.0 Hz, lH), 7.84 (s, lH), 7. 13 (d, J = 8.5 Hz, 2H), 6.95 (d, J = 8.5 Hz, 2H), 
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5.30 (s, 2H), 3.66 (s, 3H), 2.61 (t, J = 7.5 Hz, 2H), 2.33 (t, J = 7.5 Hz, 2H), 1.93 (tt, 
J = 7.5, 7.5 Hz, 2H) 0 

mum i up 

5 2- (3- (*/D h*v) 7x-;^W^) ** 




10 NMR (CDC1 3 ) : $ 8.20 (d, J = 8.4 Hz, 1H), 8.09 (d, J = 8.4 Hz, 1H), 7.83 (m, 1H), 

7.74 (m, 1H), 7.68 (d, J = 8.4 Hz, 1H), 7.55 (m, 1H), 7.18 (m, 1H), 6.83-7.03 (m, 
2H), 6.77 (m, 1H), 5.39 (s, 2H), 3.76 (s, 2H), 3.70 (s, 3H), 3.09 (s, 2H) 0 

(4 2) 

15 (2E) -6- (3- >-2->f to* h+v) 7x-Jl/) ^**f-2 




20 TLC : Rf 0.58 (ftft.X'f-A' : ^4F-tf- > = 1 : 2) ; 

NMR (CDC1 3 ) : 5 8. 19 (d, J = 8.0 Hz, 1H), 8.08 (d, J = 8.0 Hz, 1H), 7.83 (d, J = 

8.0 Hz, 1H), 7.74 (dd, J = 8.0, 8.0 Hz, 1H), 7.68 (d, J = 8.0 Hz, 1H), 7.55 (dd, J = 
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8.0, 8.0 Hz, 1H), 7.20 (dd, J = 8.0, 7.5 Hz, 1H), 6.93 (dt, J = 16.0, 7.0 Hz, 1H), 
6.90-6.75 (m, 3H), 5.80 (d, J = 16.0 Hz, 1H), 5.38 (s, 2H), 4. 19 (q, J = 7.0 Hz, 2H), 
2.61 (t, J = 7.5 Hz, 2H), 2. 18 (dt, J = 7.0, 7.0 Hz, 2H), 1.76 (m, 2H), 1.29 (t, J = 7.0 
Hz, 3H)o 

5 

*mm (43) 

2- (3- ( (2E) -3- (4 -so-f-fry - 2 - yu^—fr* 



H 3 C 



10 




TLC : Rf 0.57(^^r-9-> I B^^^^=4 : 1) ; 

NMR (CDa 3 ) : d 7.33 (d, J = 8.0 Hz, 2H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 7. 14 (d, 

J = 8.0 Hz, 2H), 6.83-6.95 (m, 3H), 6.71 (d, J = 16.4 Hz, 1H), 6.36 (dt, J = 16.4, 5.8 
15 Hz, 1H), 4.70 (d, J = 5.8 Hz, 2H), 3.80 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.59 (t, J 
= 7.2 Hz, 2H), 1.54-1.68 (m, 2H), 1.23-1.35 (m, 4H), 0.89 (t, J = 6.6 Hz, 3H) 0 

mMM l (44) 

4 - (2- (4-^nn-2-b'; 7;vtn^f;i/^; y >- 6 —A fr* Y * 
20 v) ;u) 7T/K-^f^7^ 
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HjC:Rf 0.58 (^^ I 6»*-^=4: 1) ; 

NMR (CDC1 3 ) : 8 8.40 (d, J = 1.4 Hz, 1H), 8.28 (d, J = 8.6 Hz, 1H), 7.95 (dd, J = 

5 8.6, 1.4 Hz, 1H), 7.85 (s, 1H), 7. 16-7.26 (m, 2H), 6.91-6.98 (m, 2H), 5.34 (s, 2H), 
3.63 (s, 3H), 2.80 (t, J = 7.6 Hz, 2H), 2.38 (t, J = 7.6 Hz, 2H), 2.02 (tt, J = 7.6, 7.6 
Hz, 2H)o 

MMM 1 (45) 

10 2 - ( (2 Z) -3 - (3 - ( + ; U >- 2 -A fr* 7x^) - 2 




15 TLC : Rf 0.76 (Sfc$t*.f- ^ I > = 1 *. 1) ; 

NMR (CDCI3) : 8 8. 19 (d, J = 8.5 Hz, 1H), 8.08 (dd, J = 8.0, 1.0 Hz, 1H), 7.82 

(dd, J = 8.0, 1.5 Hz, 1H), 7.73 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.68 (d, J = 8.5 Hz, 
1H), 7.54 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.25 (dd, J = 8.0, 8.0 Hz, 1H), 6.95 (s, 1H), 
6.93 (d, J = 8.0 Hz, 1H), 6.89 (d, J = 8.0 Hz, 1H), 6.58 (dd, J = 11.5, 1.5 Hz, 1H), 
20 5.71 (dt J = 11.5, 8.0 Hz, 1H), 5.39 (s, 2H), 3.57 (s, 3H), 3.47 (dd J = 8.0, 1.5 Hz, 
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2H), 3.16 (s, 2H) 0 

6- (3- (^yv>-2-'f;w^f;i'ft) -7*.-)v) ^-t^g?- x^>v 
5 z-xj-A/ 




TLC : Rf 0.44 <$%&X.?~ )l< \ y = l ; 3) ; 

10 NMR (CDC1 3 ) : S 8.07 (d, J = 8.5 Hz, 1H), 8.04 (d, J = 8.5 Hz, 1H), 7.77 (d, J = 

8.0 Hz, 1H), 7.69 (ddd, J = 8.5, 8.5, 1.5 Hz, 1H), 7.52 (d, J = 8.5 Hz, 1H), 7.52 (d, J 
= 8.5 Hz, 1H), 7.25-7.00 (m, 3H), 6.94 (ddd, J =7.0, 1.5, 1.5 Hz, 1H), 4.43 (s, 2H), 
3.66 (s, 3H), 2.49 (t, J = 7.5 Hz, 2H), 2.25 (t, J = 7.5 Hz, 2H), 1.70-1.40 (m, 4H), 
1.27 (m, 2H) 0 

15 

mmi u 7) 

2- (3- (3- ( (2E) -3- (4-^>ff7x^) - 2 -:/n^ - 



H 3 C 



20 




TLC : Rf 0.60 (^-9- > I g^®?JC^;W=4 I 1) ; 
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NMR (CDa 3 ) : $ 7.33 (d, J = 8.0 Hz, 2H), 7.20 (m, 1H), 7.14 (d, J = 8.0 Hz, 2H), 

6.67-6.80 (m, 4H), 6.37 (dt, J = 16.0, 5.6 Hz, 1H), 4.68 (d, J = 5.6 Hz, 2H), 3.73 (s, 
3H), 3.22 (s, 2H), 2.55-2.74 (m, 6H), 1.93 (tt, J = 7.6, 7.6 Hz, 2H), 1.54-1.66 (m, 
2H), 1.26-1.35 (m, 4H), 0.89 (t, J = 6.9 Hz, 3H) C 

5 

IMJ (4 ft) 

2- (5— (*/'J'/-2->fWf*'» -1, 2, 3, 4-ff7tKo 
•f7 9Vy-2 — (H>) SK'^WW 



10 




TLC : Rf 0.33 (S^S?^^;w : > = 1 : 3) ; 

NMR (CDC1 3 ) : S 8. 18 (d, J = 8.5 Hz, 1H), 8.08 (dd, J = 8.0, 1.0 Hz, 1H), 7.82 

(dd, J = 8.0, 1.5 Hz, 1H), 7.74 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.70 (d, J = 8.5 Hz, 
15 1H), 7.55 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.04 (dd, J = 8.0, 8.0 Hz, 1H), 6.74 (d, J = 
8.0 Hz, 1H), 6.72 (d, J = 8.0 Hz, 1H), 5.38 (s, 2H), 3.71 (s, 3H), 3.15-1.95 (m, 
8H),1.56 (m, 1H)„ 

20 4- (5- (^fyj>-2-^iM h^v) -1, 2, 3, 4-fh7tFn 
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TLC : Rf 0.60 (jSPB/t*-* *. ^ ^ > = 1 : 2) ; 

NMR (CDC1 3 ) : d 8.18 (d, J = 8.0 Hz, 1H), 8.07 (dd, J - 8.0, 1.5 Hz, 1H), 7.82 

5 (dd, J = 8.0, 1.5 Hz, 1H), 7.73 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.59 (d, J = 8.0 Hz, 
1H), 7.53 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.03 (dd, J = 8.0, 8.0Hz, 1H), 6.71 (d, J = 
8.0 Hz, 1H), 6.71 (d, J = 8.0 Hz, 1H), 5.37 (s, 2H), 3.68 (s, 3H), 3. 15-2.60 (m, 3H), 
2.55-2.30(m, 1H), 2.35 (t, J =7.5 Hz, 2H), 2.00 (m, 1H), 1.85-1.60 (m, 3H), 1.55- 
1.30 (m, 3H) 0 

10 

mm (so) 

2- (7- (*y\) >-2 h*v) -1, 2, 3, 4-Tf7kKa 



15 




TLC : Rf 0.27 (Bt^-^;i/ : ^^r-9-> = i : 5) ; 

NMR (CDCI3) : $ 8. 17 (d, J = 8.5 Hz, 1H), 8.08 (dd, J = 8.0, 1.0 Hz, 1H), 7.81 

(dd, J = 8.0, 1.5 Hz, 1H), 7.73 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.66 (d, J = 8.5 Hz, 
20 1H), 7.53 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 6.98 (d, J = 8.0 Hz, 1H), 6.79 (dd, J = 8.0, 
3.0Hz, 1H), 6.71 (d, J = 3.0 Hz, 1H), 5.34 (s, 2H), 3.69 (s, 3H), 2.90-2.70 (m, 3H), 
2.55-2.10 (m, 4H), 1.91 (m, 1H), 1.44 (m, 1H) 0 
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(5 I) 

3- (6- (*y U >-2->f h*y) - 1 , 2, 3, 4-T-h7^KP 




TLC : Rf 0.88 (tK : * 9 J—* I 9 nn^M =1 : 10 : 100) ; 

NMR (CDC1 3 ) : S 8. 18 (d, J = 8.5 Hz, 1H), 8.08 (dd, J = 8.0, 1.0 Hz, 1H), 7.82 

10 (dd, J = 8.0, 1.5 Hz, 1H), 7.73 (ddd, J - 8.0, 8.0, 1.5 Hz, 1H), 7.67 (d, J = 8.5 Hz, 
1H), 7.54 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 6.97 (d, J = 8.5 Hz, 1H), 6.78 (dd, J = 8.5, 
2.5 Hz, 1H), 6.75 (d, J =2.5 Hz, 1H), 5.35 (s, 2H), 3.67 (s, 3H), 2.90-2.70 (m, 3H), 
2.41 (t, J = 7.5 Hz, 2H), 2.38 (m, 1H), 1.89 (m, 1H), 1.80-1.60 (m, 3H), 1.38 (m, 
1H) 0 

15 

mmm 1 (52) 

4- (7- (+;'J >-2 -4 )V* h^ry) - K 2, 3, 4-f f7kKD 

i-79 v>- 2 7"^>K-^f;i'iXf;i' 



20 
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10 



15 



TLC : Rf 0.43 (gfc&.x-?-;l/ : 'v** > = 1 : 3) ; 

NMR (CDC1 3 ) : d 8. 17 (d, J = 8.5 Hz, 1H), 8.08 (dd, J = 8.0, 1.0 Hz, 1H), 7.82 

(dd, J = 8.0, 1.5 Hz, 1H), 7.73 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.67 (d, J = 8.5 Hz, 
1H), 7.54 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 6.98 (d, J = 8.5 Hz, 1H), 6.78 (dd, J = 8.5, 
2.5 Hz, 1H), 6.72 (d, J = 2.5 Hz, 1H), 5.35 (s, 2H), 3.67 (s, 3H), 2.90-2.65 (m, 3H), 
2.36 (dd, J = 16.0, 10.0 Hz, 1H), 2.33 (t, J = 7.5 Hz, 2H), 2.00-1.60 (m, 4H), 1.50- 
1.20 (m, 3H) 0 

*mm (53) 

6- (^y'J>-2-^;vn+y) -1, 2, 3, 4-f h7tKnt7^ 



TLC : Rf 0.35 (gfcg£j^-;V I s\**)-y = \ ; 3) ; 

NMR(CDC1 3 ) : $ 8.18 (d, J = 8.5 Hz, 1H), 8.08 (dd, J = 8.0, 1.0 Hz, 1H), 7.82 

(dd, J = 8.0, 1.5 Hz, 1H), 7.73 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.66 (d, J = 8.5 Hz, 
1H), 7.54 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.01 (d, J = 8.0 Hz, 1H), 6.81 (dd, J = 8.0, 
2.5 Hz, 1H), 6.75 (d, J =2.5 Hz, 1H), 5.35 (s, 2H), 3.71 (s, 3H), 3.05-2.60 (m, 5H), 
2.17 (m, 1H), 1.83 (m, 1H) 0 

2- (8- (*yj y- 2 -4 )\<* h^fy) -1, 2, 3, 4-fl>7liKn 
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ox. 



TLC:Rf 0.43 (tK : *9 : ?dd*u=i : io : loo) ; 

5 NMR (CDC1 3 ) : 8 8.22 (d, J - 8.5 Hz, 1H), 8.07 (dd, J = 8.0, 1.0 Hz, 1H), 7.83 
(dd, J = 8.0, 1.5 Hz, 1H), 7.83 (d, J = 8.5 Hz, 1H), 7.74 (ddd, J = 8.0, 8.0, 1.5 Hz, 
1H), 7.54 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.09 (dd, J = 8.0, 8.0 Hz, 1H), 6.78 (d, J = 
8.0 Hz, 1H), 6.75 (d, J = 8.0 Hz, 1H), 5.40 (s, 2H), 3.81 (m, 1H), 3.69 (s, 3H), 2.95 
(dd, J = 15.0, 2.5 Hz, 1H), 2.85-2.75 (m, 2H), 2.49 (dd, J = 15.0, 11.0 Hz, 1H), 
10 1.95-1.75 (m,4H) 0 

8- (*y *)>-2->()l<* h*is) -1, 2, 3, 4-fh7tKDt7^ 



TLC : Rf 0.47 (ftBtxf-/!, : y = 1 : 3) ; 

NMR (CDCI3) : a 8. 19 (d, J - 8.5 Hz, 1H), 8.08 (dd, J = 8.0, 1.0 Hz, 1H), 7.83 
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(dd, J = 8.0, 1.5 Hz, 1H), 7.74 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.69 (d, J = 8.5 Hz, 
1H), 7.06 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.06 (dd, J = 8.0, 8.0 Hz, 1H), 6.74 (d, J = 
8.0 Hz, 1H), 6.74 (d, J = 8.0 Hz, 1H), 5.40 (s, 2H), 3.76 (s, 3H), 3.28 (dd, J = 17.0, 
4.5 Hz, 1H). 3.00-2.65 (m, 4H), 2.21 (m, 1H), 1.89 (m, 1H) 0 

5 

(5 6) 

3- (8- (*yj >-2-4 )V* h+y) -1, 2, 3, 4-fb5HKD 



10 

TLC : Rf 0.46 (ffc&Ji^;l/ I yv *^r"^> = l I 3) ', 

NMR (CDC1 3 ) : 8 8.21 (d, J = 8.5 Hz, 1H), 8.08 (dd, J = 8.0, 1.0 Hz, 1H), 7.84 

(dd, J = 8.0, 1.5 Hz, 1H), 7.74 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.68 (d, J = 8.5 Hz, 
15 1H), 7.55 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.03 (dd, J = 8.0, 8.0 Hz, 1H), 6.73 (d, J = 
8.0 Hz, 1H), 6.72 (d, J = 8.0 Hz, 1H), 5.38 (s, 2H), 3.68 (s, 3H), 3. 12 (dd, J = 17.0, 
4.5 Hz, 1H), 2.90-2.75 (m, 2H), 2.49 (t, J = 7.5 Hz, 2H), 2.31 (dd, J = 17.0, 9.0 Hz, 
1H), 2.00-1.70 (m, 4H), 1.42 (m, lH)o 

20 ^fifcfrll (5 7) 

3- (5- (*;T/-2->f;vn+v) -1, 2, 3, 4-fh7HKo 
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TLC : Rf 0.42 (gffijL^)l< l ^-9" > = 1 : 3) I 

NMR (CDC1 3 ) : 8 8.19 (d, J = 8.5 Hz, 1H), 8.06 (d, J = 8.0 Hz, 1H), 7. 83 (dd, J = 

5 8.0, 1.0 Hz, 1H), 7.73 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.70 (d, J = 8.5 Hz. 1H), 7.54 
(dd, J = 8.0, 8.0 Hz, 1H), 7.08 (dd, J = 8.0, 8.0 Hz, 1H), 6.85 (d, J = 8.0 Hz, 1H), 
6.74 (d, J = 8.0 Hz, 1H), 5.37 (s, 2H), 3.68 (s, 3H), 3.00-2.70 (m, 3H), 2.43 (dd, J = 
7.0, 2.0 Hz, 1H), 2.39 (d, J = 7.0 Hz, 1H), 2.20-1.60 (m, 6H) C 

10 mmm 

3- (7- (^y'J>-2-'f;Mh^y) -1, 2, 3, 4-ff7tKD 




15 

TLC : Rf 0.37 (ft^J-^^ : ^^r-9-> = l I 3) ; 

NMR (CDCI3) : 8 8.18 (d, J = 8.5 Hz, 1H), 8.08 (dd, J = 8.0, 1.0 Hz, 1H), 7.82 

(dd, J = 8.0, 1.5 Hz, 1H), 7.73 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.69 (d, J = 8.5 Hz, 
1H), 7.53 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 6.97 (d, J = 8.5 Hz, 1H), 6.88 (d, J = 2.5 
20 Hz, 1H), 6.79 (dd, J = 8.5, 2.5 Hz, 1H), 5.36 (s, 2H), 3.65 (s, 3H), 2.75 (m, 1H), 
2.67 (t, J = 5.5 Hz, 2H), 2.41 (ddd, J = 15.0, 7.0, 2.5 Hz, 1H), 2.29 (ddd, J = 15.0, 
7.0, 1.5 Hz, 1H), 2.20-1.55 (m, 6H) 0 
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2- (3- (+; 'J >- 7 ->f h*v) 7ai-;i/^^;v^*) BtK • 

5 




TLC : Rf 0.41 I &&X.?-}V = \ : 1) ; 

MS (APCI, Pos. 40 V) : 354 (M+H)+ 0 

10 

15 IM2 

(5EZ) -6- (3- V >-2->f -5-^ 




20 

TLC : Rf 0.64(^^r^> : fti?^f-;l,=2 : l) ; 

NMR (CDC1 3 ) : $ 8.19 (1H, d, J=8.6 Hz), 8.08 (1H, d, J=8.2 Hz), 7.83 (1H, d, 
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J=8.2 Hz), 7.76 (1H, m), 7.68 (1H, d, J=8.6 Hz), 7.55 (1H, t, J=6.8 Hz), 7.22 (1H, 
dd, J=15.6, 7.8 Hz), 7.06-6.82 (3H, m), 6.42 (1/2H, d, J=15.8 Hz), 6.40 (1/2H, d, 
J=10.0Hz), 6.16 (1/2H, dt, J=6.6, 15.8 Hz), 5.58 (1/2H, dt, J=7.4, 10.0 Hz), 5.39 
(2H, s), 3.66 and 3.63 (3H, s), 2.40-2.16 (4H, m), 1.89-1.63 (2H, m) 0 

5 

mm m m 

(5EZ) -6- (2- (*y 'J >-2 h*v) 7x^) -5-^ 



O 



10 




TLC : Rf 0.63 : &&ju?-)V=2 I 1) ; 

MS (apci, Pos., 40 V) : 362 (M+H)+ 0 

15 ^mM2 (2) 

(5EZ) -6 - (4 - - 5 




20 

TLC : Rf o.62(^\^-9-> : ^a.^;w=2 : 1) ; 
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MS (apci, Pos., 40 V) : 362 (M+H)+o 



10 



15 



6- (3- (4r>"J >- 2 7x-Jl/) 



nmm 1 -cwlm Ltzit^m (4.69 g ) * ; (no m 1 ) mmz, im 

T\ 2^®^ h V (21 ml) fcjtJPx.. 1 B#P<gjt$fo L£ 0 &J£& 

^M*2N^K (21 ml) -C^aLTtm. MffiT^ ^ ^ -^=£r@*L, WMt 

*&Wtt&m (3.79 g) 

TLC:Rf 0.37 : |^Rj.f-fl/ = i : l) ; 

NMR(CDC1 3 ) : S 8.20 (1H, d, J=8.2Hz), 8.11 (1H, d, J=8.8Hz), 7.68-7.85 (3H, 

m), 7.51-7.59 (1H, m), 7.18 (1H, dd, J=7.8, 7.8Hz), 6.76-6.89 (3H, m), 5.40 (2H, s), 
2.59 (2H, t, J=7.4Hz), 2.33 (2H, t, J=7.4Hz), 1.55-1.78 (4H, m), 1.31-1.42 (2H, m)o 

Mftm LP 13 Qj 

mmmi u> -mmm (39), nitm (41) -mmmi (43), 

^ife^l (4 5) ~3l*fe0!ll (5 9) i5Jrtr*Jt«2-2 (2) -essi^Lfctt 

HS&fll 3 fc too i m (D&mzfti- i t &c x *) , TIBo^^'fk^^ 
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6- (3- (i-y tvy-z-J )V* h*v) 7x^) 



5 




TLC : Rf 0.28 (^nn*W : ;* * J — >u=20 : 1) ; 

NMR (CDC1 3 ) : d 1.92-1.1% (4H, m), 7.58-7.42 (3H, m), 7.26-7. 15 (1H, m), 6.91- 

6.75 (3H, m), 5.22 (2H, s), 2.59 (2H, t, J=7.6Hz), 2.33 (2H, t, J=7.4Hz), 1.75-1.52 
10 (4H, m), 1.46-1.22 (2H, m) e 

6- (3-^>-»t^v7x^) ^**r>m 



15 




TLC : Rf 0.32 DD*;l/A : * ? ; -)V=20 1) ; 

NMR (CDCI3) : d 7.48-7.26 (5H, m), 7.25-7. 12 (1H, m), 6.84-6.73 (3H, m), 5.05 

(2H, s), 2.59 (2H, t, J=7.6Hz), 2.34 (2H, t, J=7.5Hz), 1.78-1.52 (4H, m), 1.46-1.28 
20 (2H, m) 0 

mama m 
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6- (3- (tf';y>-2 -sffr* h*v) 




5 TLC : Rf 0.23 n n *)V A : * * J -;W=20 : 1) ; 

NMR (CDa 3 ) : 8 8.61 (1H, d, J=5.2Hz), 7.74 (1H, dt, J=7.6, 1.8Hz), 7.55 (1H, d, 

J=7.6Hz), 7.29-7. 13 (2H, m), 6.87-6.74 (3H, m), 5.22 (2H, s), 2.59 (2H, t, J=7.4Hz), 
2.34 (2H, t, J=7.2Hz), 1.79-1.53 (4H, m), 1.46 -1.25 (2H, m)„ 

io mmm u) 

(2 E) -3- (2- M >- 2-4)1'* }>*v) - 2-7u 




15 

TLC : Rf 0.47 (^na^;i/A : > ^ y -Jl/ = io : 1) ; 

NMR (de-DMSO) : 8 12.5-12.1 (1H, br), 8.45 (1H, d, J=8.5Hz), 8.10-7.96 (2H, 

m), 7.98 (1H, d, J=16.2Hz), 7.85-7.58 (4H, m), 7.37 (1H, dt, J=7.8, 1.8Hz), 7.18 
(1H, d, J=7.8Hz), 7.01 (1H, t, J=7.5Hz), 6.65 (1H, d, J=l 6.2Hz), 5.50 (2H, s)o 

20 

**«3 (S) 
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(2 E) -3 - (3 - fr* -7 -2 -yn 



TLC : Rf 0.38 nn*;l/A : ^ ^ y -;v = io : 1) ; 

NMR (d 6 -DMSO) : 8 12.6-12.2 (1H, br), 8.43 (1H, d, J=8.4Hz), 8.09-7.95 (2H, 

m), 7.86-7.58 (2H, m), 7.71 (1H, d, J=8.4Hz), 7.57 (1H, d, J=16.0Hz), 7.46 (1H, br), 
7.41-7.24 (2H, m), 7.12 (1H, d, J=8.0Hz), 6.57 (1H, d , J=16.0Hz), 5.43 (2H, s)o 

10 

mtitiMZ (6) 

(2 E) -3 - (4 - V >- 2 h*v) 7jl — )V) -2--fu 



TLC : Rf 0.41 (?nD*W : * 9 J -fr=VQ\ 1) ; 

NMR (de-DMSO) : £ 12.4-12.1 (1H, br), 8.42 (1H, d, J=8.6Hz), 8.08-7.96 (2H, 

m), 7.80 (1H, dt, J=7.5, 1.6Hz), 7.71-7.60 (2H, m), 7.65 (2H, d, J=8.6Hz), 7.54 (1H, 
20 d, J=16.0Hz), 7.11 (2H, d, J=8.6Hz), 6.38 (1H, d, J=l 6.0Hz), 5.43 (2H, s)o 





15 



O 
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10 



15 



3- (2- y- 2 ->f 



TIjC:Rf 0.28(^nn*;l/A : ^^y-;w = i5: 1); 

NMR (CDC1 3 ) : £ 8.20 (1H, d, J=8.6Hz), 8.10 (1H, d, J=8.6Hz), 7.81 (1H, d, 

J=8.0Hz), 7.79-7.68 (1H, m), 7.68 (1H, d, J=8.6Hz), 7.54 (1H, t, J=8.0Hz), 7.26- 
7.11 (2H, m), 6.96-6.86 (2H, m), 5.42 (2H, s), 3.12 (2H, t, J=7.8Hz), 2.78 (2H, t, 
J=7.8Hz) 0 

3- (3- (+y"P-2-^i^b^y) 7i^) -Tu^y& 



tlc : Rf o.32(^nn^;i/A : ^ ^y-;i/=i5 : l) ; 

NMR (CDC1 3 ) : d 8.20 (1H, d, J=8.6Hz), 8.12 (1H, d, J=8.2Hz), 7.82 (1H, d, 

J=8.0Hz), 7.78-7.68 (1H, m), 7.69 (1H, d, J=8.6Hz), 7.55 (1H, t, J=8.2Hz), 7.20 (1H, 
t, J=7.8Hz), 6.93 (1H, br), 6.89-6.79 (2H, m), 5.38 (2H, s), 2.95 (2H, t, J=7.6Hz), 
2.68 (2H, t, J=7.6Hz) 0 




O 
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3 _ ( 4 _ (d^yij y-2 h^rv) 7x-il^) 




TLC:Rf 0.34(^nn*;i/A : > *y-;P = 15 I 1) I 

NMR (CDd 3 ) : £ 8.19 (1H, d, J=8.6Hz), 8.10 (1H, d, J=8.4Hz), 7.82 (1H, d, 
J=8.2Hz), 7.78-7.68 (1H, m), 7.68 (1H, d, J=8.6Hz), 7.54 (1H, t, J=8.2Hz), 7.14 (2H, 
10 d, J=8.6Hz), 6.94 (2H, d, J=8.6Hz), 5.36 (2H, s), 2. 91 (2H, t, J=7.6Hz), 2.65 (2H, t, 
J=7.6Hz) 0 

mm* Q 0) 

6 _ ( 4 _ (^y ij >_ 2 -4 )V* h*v) 7i-Jl/) ^3r^>$? 

15 




tlc : Rf o.4i(^na*;vA : i-9J-^=\S\ d; 

NMR (CDa 3 ) : 5 8.19 (1H, d, J=8.2Hz), 8.10 (1H, d, J=8.6Hz), 7.82 (1H, d, 
20 J=8.2Hz), 7.74 (1H, m), 7.69 (1H, d, J=8.2Hz), 7.54 (1H, t, J=7.0Hz), 7.08 (2H, d, 
J=8.8Hz), 6.93 (2H, d, J=8.8Hz), 5.37 (2H, s), 2.54 (2H, t, J=7.5Hz), 2.35 (2H, t, 



122 



WO 99/11255 PCT/JP98/03760 
J=7.5Hz), 1.76-1.51 (4H, m), 1.46-1.28 (2H, m) e 

6- (2- (^y'J>-2-'f;M h^y) 7x.-)V) ^**r>& 

5 

O 




tlc : Rf 0.51 (^^r-9-> : ft^-f-^=i : i) ; 

NMR (CDa 3 ) : $ 8.21 (1H, d, J=8.6Hz), 8.10 (1H, d, J=8.6Hz), 7.82 (1H, d, 

10 J=8.0Hz), 7.74 (1H, m), 7.68 (1H, d, J=8.6Hz), 7.54 (1H, t, J=8.0Hz), 7.21-7.07 (2H, 
m, Ph), 6.95-6.85 (2H, ra), 5.40 (2H, s), 2.76 (2H, t, J=7.5Hz), 2.37 (2H, t, J=7.5Hz), 
1.71 (4H, m), 1.56-1.36 (2H, m)o 

mm ws (x 2) 

15 (5EZ) -6- (3- V >- 2 -A )V * h^y) 7i-^) -5-^ 




OH 



20 TLC : Rf 0.27, 0.20 n D A I ;* 9 J - ^ = 15 \ 1) ; 

NMR(CDC1 3 ) : £ 8.26-8.07 (2H, m), 7.82 (1H, d, J=8.2Hz), 7.80-7.65 (2H, m), 
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7.55 (1H, t, J=7.5Hz), 7.29-7.15 (2H, m), 7.08-6.99 (1H, m), 6.98-6.80 (2H, m), 
6.42 and 6.36 (1H, m), 5.42 and 5.41 (2H, s), 2.51-2.18 (4H, m), 1.91-1.68 (2H, m) 0 

&MiM 3 (13) 

5 (5EZ) -6 - (2- U y- 2 -4)\>* h*v) y*--)V) -5-^ 



O 




10 TLC:Rf 0.41 (^DD-tH : * *J -;U = 15 : 1) ; 

NmR(CDCl 3 ) : $ 8.21 (1H, d, J=8.6Hz), 8.12 (1H, d, J=8.6Hz), 7.87-7.61 (3H, 

m), 7.59-7.40 (2H, m), 7.24-7.08 (1H, m), 6.99-6.82 (2+0. 67H, m), 6.69 (0.33H, d, 
J=11.6Hz), 6.23 (0.67H, dt, J=16.0, 7.0Hz), 5.73 (0.3 3H, dt, J=11.6, 7.5Hz), 5.42 
and 5.39 (2H, eachs), 2.50-2.27 (4H, m). 1.96-1.72 (2H, m)o 

15 

(5EZ) -6- (4- (^;^-2-^MF^'» 7i-^) -5--^ 



20 
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TLCrRf 0.36(^an*;WA : ^ ^y-;i/ = i5 : 1) ; 

NMR (CDCI3) : d 8.19 (1H, d, J=8.6Hz), 8.11 (1H, d, J=8.6Hz), 7.82 (1H, d, 

J=8.0Hz), 7.79-7.62 (2H, m), 7.55 (1H, t, J=8.0Hz), 7.26 and 7.20 (2H, each d, 
J=8.8Hz), 6.98 and 6.95 (2H, each d, J=8.8Hz), 6.38 (0.33H, d, J=11.4Hz), 6.34 
5 (0.67H, d, J=16.0Hz), 6.03 (0.67H, dt, J=16.0, 6.8Hz), 5.54 (0.33H, dt, J=11.4, 
7.2Hz), 5.39 (2H, s), 2.47-2.17 (4H, m), 1.90-1.70 (2H, m) e 

mmm a s) 

4- (2- V y- 2 h^rv) 7xy^fy) 79 y& 

10 



TLC tRf 0.25 : gfc®pi^;u=i : 1) ; 

NMR (CDC1 3 ) : d 8.20-8.27 (2H, m), 7.85 (1H, dd, J=8.0, 1.2Hz), 7.75 (1H, ddd, 

15 J=8.4, 7.0, 1.4Hz), 7.54-7.63 (2H, m), 6.83-7.04 (4H, m), 5.39 (2H, s), 4.16 (2H, t, 
J=5.5Hz), 2.59 (2H, dd, J=6.4, 4. 4Hz), 2.21-2.33 (2H, m)o 



5- (2- (^y'j>-2-'f;Mf*y) 7xy^y) 

20 
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TLC:Rf 0.20(^^r-9-> : g^^^-;l/ = i : i) ; 

NMR (CDCI3) : a 8.21 (1H, d, J=8.6Hz), 8. 12 (1H, d, J=8.6Hz), 7.68-7.84 (3H, 

5 m), 7.53 (1H, ddd, J=8.4, 6.0, 1.4Hz), 6.81-7.01 (4H, m), 5.42 (2H, s), 4.09 (2H, t, 
J=5.9Hz), 2.51 (2H, t, J=6.7Hz), 1. 86-1.98 (4H, m) 0 

2 - (3- (3- 1; >- 2 b + v) 7*-J\,) ^D^y) & 

10 $ 




OH 



TLC : Rf 0.53(?UU*)l>& ; * ? ;-)\s= 3:i y t 
15 NMR (CDCI3) : 8 8.22 (1H, d, J=9.2Hz), 8. 16 (1H, d, J=9.2Hz), 7.69-7.85 (3H, 
m), 7.56 (1H, ddd, J=7.0, 7.0, 1.0Hz), 7.19 (1H, dd, J=7.8, 7.8Hz), 6.78-6.96 (3H, 
m), 5.42 (2H, s), 4.09 (2H, s), 3.53 (2H, t, J=6.2Hz), 2.69 (2H, t, J=7.3Hz), 1.92 
(2H, m) 0 

20 mmm u &j 
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7- (2- (^/"J>-2->f;V> 7iMv) 




5 TLC : Rf 0.41 (^^r^ > : ^^^)V = l ; l) ; 

NMR(CDC1 3 ) : £ 8.26 (1H, d, J=8.6Hz), 8.15 (1H, d, J=8.6Hz), 7.81-7.88 (2H, 

m), 7.74 (1H, ddd, J=8.4, 7.0, 1.8Hz), 7.51-7.59 (1H, m), 6.80-7.04 (4H, m), 5.49 
(2H, s), 4.07 (2H, t, J=6.0Hz), 2.38 ( 2H, t, J=6.9Hz), 1.38-1.94 (8H, m) 0 

io mmm 3 (19) 

4- (2- (4-^>fM>y>t^rv) 7x; + y) "79 >I£ 

15 TLC : Rf 0.39 (^4r^ > I Bfcg£:c^;l/ = 1 : 1) ; 

NMR(CDC1 3 ) : 8 7.35 (2H, d, J=8.1Hz), 7.18 (2H, d, J=8.1Hz), 6.87-6.97 (4H, 

m), 5.07 (2H, s), 4.08 (2H, t, J=6.0Hz), 2.60-2.64 (4H, m), 2.04-2.21 (2H, m), 1.53- 
1.68 (2H, m), 1.26-1.36 (4H, m), 0.88 (3H, t, J=6.7Hz) c 

20 mmm (20) 

5- (2- (4-^>f;^>y>t^ry) 7jcy*v) s<> ? 




127 



WO 99/11255 



PCT/JP98/03760 



H 3 C 




TLCrRf 0.45 : ft8xfjl/ = i : 1) ; 

5 NMR (CDC1 3 ) : d 7.34 (2H, d, J=8.0Hz), 7.17 (2H, d, J=8.0Hz), 6.82-6.98 (4H, 

m), 5.08 (2H t s), 4.05 (2H, t, J=5.8Hz), 2.59 (2H, t, J=7.6Hz), 2.46 (2H, t, J=7.0Hz), 
1.83-1.94 (4H, m), 1.53-1.69 (2H, m), 1.25-1.36 (4H, m), 0.88 (3H, t, J=6.7Hz) c 

**«3 (2 U 

10 7- (2- (4-^Vf;^>y;l/t^rv) 7x/^rv) 9 



TLCrRf 0.54(^^r-9-> : ft^^^;u = i : 1) ; 
15 NMR(CDC1 3 ): S 7.35 (2H, d, J=8.2Hz), 7.17 (2H, d, J=8.2Hz), 6.81-6.96 (4H, 

m), 5.09 (2H, s), 4.02 (2H, t, J=6.6Hz), 2.59 (2H, t, J=7.7Hz), 2.35 (2H, t, J=7.5Hz), 
1.25-1.90 (14H, m), 0.88 (3H, t, J=6.7Hz) G 

sgfifcg83 (2 2) 

20 5- (3 - y- 2 -4 h*-» ^<>*?>& 
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tlc : Rf o.6i : ^^^>=2 .: i) ; 

NMR (CDa 3 ) : 8 8.20 (1H, d, J=8.5Hz), 8.12 (1H, d, J=8.5Hz), 7.83 (1H, dd, 

5 J=8.5, 1.5Hz), 7.74 (1H, ddd, J=8.5, 8.5, 1.5Hz), 7.70 (1H, d, J=8.5Hz), 7.55 (1H, 
ddd, J=8.5, 8.5, 1.0Hz), 7.18 (1H, t, J=7.5Hz), 6.90- 6.75 (3H, m), 5.40 (2H, s), 
2.65-2.50 (2H, m), 2.45-2.30 (2H, m), 1.75-1.55 (4H, m)o 

m mm- (2 3) 

10 2- (3- (3- U >- 2 -A v) 7 




15 TLC : Rf 0.49 (gfc$Ji^;l/) ; 

NMR ( d 6-DMSO) : $ 8.39 (1H, d, J=8.4Hz), 7.95-8.02 (2H, m), 7.77 (1H, ddd, 

J=7.0, 7.0, 1.4Hz), 7.56-7.67 (2H, m), 7.18 (1H, dd, J=7.7, 7.7Hz), 6.76-6.92 (3H, 
m), 5.33 (2H, s), 3.18 (2H, s), 2.50-2.64 (4H, m), 1.75- 1.89 (2H, m)„ 

20 3gftfcflH3 (24) 

5- (7- J V >- 2 -A )l>* h*v) -3, 4-ytKnt7fJV) ^ 
>9 
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TLC : Rf 0.24(^^r-9-> : g^^^;v=2 : 1) ; 
5 NMR ( d 6 -DMSO) : 8 8.39 (1H, d, J=8.4Hz), 8.01 (1H, d, J=8.4Hz), 7.97 (1H, d, 

J=7.0Hz), 7.77 (1H, ddd, J=8.4, 7.0, 1.4Hz), 7.56-7.68 (2H, m), 7.04 (1H, d, 
J=8.0Hz), 6.79-6.90 (2H, m), 5.84 (1H, t, J=4.4Hz), 5.35 (2H, s), 2.55 (2H, t, 
J=7.8Hz), 2.32 (2H, t, J=7.2Hz), 2.08-2.15 (4H, m), 1.32-1.50 (4H, m) 0 

io mmms (2 5) 

5 - (7- S V >-2-J )l<* h*^) -1, 2 , 3, 4-xh^HKn 




15 

TLC : Rf 0.27 gfe^J.^Jl/ = 2 I 1) ; 

NMR ( d 6 -DMSO) : 8 8.38 (1H, d, J=8.4Hz), 8.01 (1H, d, J=8.4Hz), 7.97 (1H, d, 

J=7.0Hz), 7.77 (1H, ddd, J=8.4, 7.0, 1.4Hz), 7.64 (1H, d, J=8.4Hz), 7.55-7.63 (1H, 
m), 6.92 (1H, d, J=8.6Hz), 6.73-6.84 (2H, m), 5.31 (2H, s), 2.54-2.64 (3H, m), 2. 14 
20 (2H, t, J=7.4Hz), 1.23-1.74 (10H, m) 0 
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5 TLCtRf 0.30(^an*;l/A : ^^y-;i/=3o: i); 

NMR (CDC1 3 ) : $ 7.35-7.11 (6H, m), 6.79-6.66 (3H, m), 3.96 (2H, t, J=6.5Hz), 

2.81 (2H, t, J=7.5Hz), 2.58 (2H, t, J=7.5Hz),2.35 (2H, t, J=7. 5Hz),2. 18-2.01 (2H, 
m), 1.76-1.53 (4H, m), 1.48-1.29 (2H, m) 0 

10 mtiSm (2 7) 

7- (3- (4ry; >-2-4)V* ^-??>& 




15 TLC : Rf 0.44 (;tfc : * & J —)\/ '. p UUfc)VJ±=\ \ 10 I 100) I 

NMR (CDCI3) : 8 8.20 (1H, d, J=8.5Hz), 8.13 (1H, d, J=8.5Hz), 7.82 (1H, d, 

J=8.0Hz), 7.74 (1H, m), 7.70 (1H, d, J=8.5Hz), 7.55 (1H, m), 7.18 (1H, m), 6.90- 
6.75 (3H, m), 5.40 (2H, s), 2.57 (2H, t, J=7.5Hz), 2.34 ( 2H, t, J=7.5Hz), 1.75-1.40 
(8H, m) 0 

20 

mmm (2 a) 

(3EZ) -6- (3- (^/"J>-2-^;Mb^V) -3-^ 
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5 TLC :Rf 0.37 OtfC I ^ * J - )V ; ? n a A = 1 ; 10 : 100) ; 

NMR (CDC1 3 ) : a 8.25-8.05 (2H, m), 7.95-7.50 (4H, m), 7.25-7. 15 (1H, m), 6.95- 

6.75 (3H, m), 5.70-5.40 (2H, m), 5.39 &5.37 (2H, s), 3. 10-3.00 (2H, m), 2.75-2.60 
(2H, m), 2.50-2.25 (2H, m) 0 

10 m&m lz aj 

2- (3- (3- (*y v y- 2-4)1,* Ky) ?i^;u) yD(f;^;P7 




TLC: Rf 0.17 (^DD*H : ;* *y-;p=3 : i) ; 

NMR (CDCI3+CD3OD) : § 8.27 (1H, d, J=8.3Hz), 8.09 (1H, d, J=8.3Hz), 7.70- 
7.89 (3H, m), 7.59 (1H, ddd, J=8.0, 7.2, 0.8Hz), 7.23 (1H, m), 6.81-6.89 (3H, m), 
5.37 (2H, s), 3.68 (2H, s), 2.76-2.91 (4H, m), 2.14 (2H, m) 0 

20 

2- ( ( 2 E Z ) -3- (3- (*;'jV-2->fW h*i/) 7x-^) - 
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OH 



5 TLC:Rf 0.37 (tK : * * J -)V ? o n * )l< A = 1 : 10 I 100) ; 

NMR (CDa 3 ) : $ 8.22 (1H, d, J=8.5Hz), 8.13 (1H, d, J=8.5Hz), 7.83 (1H, d, 

J=8.0Hz), 7.75 (1H, m), 7.70 (lH,d, J=8.5Hz), 7.56 (1H, m), 7.19 (1H, dd, J=8.0, 
8.0Hz), 7.10 (1H, m), 7.00-6.85 (2H, m),6.47 (1H, d, J= 16.0Hz), 6.17 (1H, dt, 
J=16.0, 7.5Hz), 5.41 (2H, s), 3.42 (2H, d, J=7.5Hz), 2.24 (2H, s)„ 



mmm o d 

2-*Tfr-2 - (3- (3- (+yr/-2-^;M h^rv) 7x-^) f 



TLC : Rf 0.58 (gfeg£:c^;l,) ; 

NMR (CDC1 3 ) : 8 8.26 (1H, d, J=8.4Hz), 8.19 (1H, d, J=8.4Hz), 7.84 (1H, dd, 

J=8.0, 1.4Hz), 7.71-7.80 (2H, m), 7.53-7.61 (1H, m), 7.17 (1H, dd, J=7.9, 7.9Hz), 
20 7.03 (1H, m), 6.84 (1H, dd, J=8.1, 2.6Hz), 6.75 (1H, d, J= 7.9Hz), 5.53 (2H, s), 
2.62-2.72 (4H, m), 1.86 (2H, tt, J=6.6, 6.6Hz), 1.59 (6H, s) c 



10 



15 
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2 - (3 - V >- 2 ->f /P> h*v) 7i-^/) 




5 

TLC : Rf 0.52 (^c: > 9 J —to \ ?nn*;l/A = l I 10 1 100) ; 

NMR (CDCl 3 ) : 8 8.20 (1H, d, J=8.5Hz), 8.13 (1H, d, J=8.5Hz), 7.81 (1H, d, 

J=8.0Hz), 7.73 (1H, m), 7.69 (1H, d, J=8.5Hz), 7.54 (1H, m), 7.24 (1H, dd, J=8.0, 
8.0Hz), 7.03 (1H, m), 7.00-6.90 (2H, m), 5.40 (2H, s), 3.64 (2H, s) 0 

0 

mm* 

4- (3 - (^y'J>-2-^^^ h^y) Vi-;u) 79 >m. 




TLC : Rf o.63 (tJc : * 9 J —to \ 9UU = 1 : 10 : 100) ; 

NMR (CDCI3) : 8 8.20 (1H, d, J=8.5Hz), 8.10 (1H, d, J=8.5Hz), 7.83 (1H, d, 

J=8.0Hz), 7.74 (1H, m), 7.69 (1H, d, J=8.5Hz), 7.55 (1H, m), 7.20 (1H, dd, J=8.0, 
8.0Hz), 6.95-6.75 (3H, m), 5.39 (2H, s), 2.65 (2H, t, J =7.5Hz), 2.35 (2H, t, 
20 J=7.5Hz), 1.95 (2H, m) 0 

mmm L3 4) 
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3- (3- (4 -^>tA'7 fr* 7i — >!/) yn;r/gg 




5 TLC:Rf 0.51 ', 

NMR (CDC1 3 ) : $ 7. 17-7.36 (5H, m), 6.79-6.84 (3H, m), 5.00 (2H, s), 2.94 (2H, 

t, J=7.7Hz), 2.57-2.71 (4H, m), 1.62 (2H, m), 1.28-1.35 (4H, m), 0.89 (3H, t, 
J=6.8Hz) 0 

10 ma ma o 5) 

5- (5- V >-2->f -3. 4-^KKDt7f^) ^ 

>9 




15 

tlc : Rf 0.40 (tK: * 9 j —fr : ^00^=1 : 10 : ioo) ; 

NMR (CDC1 3 ) : 8 8.21 (1H, d, J=8.5Hz), 8.10 (1H, d, J=8.5Hz), 7.84 (1H, d, 

J=8.0Hz), 7.74 <1H, m), 7.72 (1H, d, J=8.5Hz), 7.55 (1H, m), 7.12 (1H, dd, J=8.0, 
8.0Hz), 6.92 (1H, d, J=8.0Hz), 6.85 (1H, d, J=8.0Hz), 5 .89 (1H, t, J=7.5Hz), 5.41 
20 (2H, s), 2.91 (2H, t, J=8.0Hz), 2.46 (2H, t, J=8.0Hz), 2.39 (2H, t, J=7.5Hz), 2.26 
(2H, m), 1.95-1.50 (4H, m) c 



135 



WO 99/11255 



PCT/JP98/03760 



(3 6) 

5- (5- (+/'J>-2-^;V^f^fv) -1, 2, 3, 4-f h7tKn 



5 




tlc : Rf 0.40 (tK: *9 J—* : ?on*w = i : 10: ioo); 

NMR (CDC1 3 ) : d 8.21 (1H, d, J=8.5Hz), 8.10 (1H, d, J=8.5Hz), 7.83 (1H, d, 

J=8.0Hz), 7.73 (1H, m), 7.72 (1H, d, J=8.5Hz), 7.55 (1H, m), 7.07 (1H, dd, J=8.0, 
10 8.0Hz), 6.82 (1H, d, J=8.0Hz), 6.73 (1H, d, J=8.0Hz), 5 .38 (2H, s), 3.00-2.65 (3H, 
m), 2.39 (2H, t, J=7.5Hz), 2.00-1.30 (10H, m) 0 

mmm (37) 

5- (4- (2- (1-7 9 Vy- 2 i^y) 7x^;V) s<> 9 

15 




TLC : Rf 0.56 (^no*;!^ \ * ?S-)V=2J0 I 1) ; 

NMR (CDC1 3 ) : 8 7. 90-7. 70 (4H, m), 7. 50-7.40 (3H, m), 7.05 (2H, d, J = 7.5 Hz), 

20 6.85 (2H, d, J = 7.5 Hz), 4.25 (2H, t, J = 7 Hz), 3.25 (2H, t, J =7 Hz), 2.55 (2H, t, J 
= 7 Hz), 2.35 (2H, t, J = 6.5 H z), 1.80-1.50 (4H, m) e 
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2- (6- (*^'J*/-2-'f^h*5') -1. 2, 3, 




tlc : Rf o.4i (tK : > ^ ^ : ^ a d = 1 : io : ioo) ; 

NMR(CDC1 3 ) : £ 8.20 (1H, d, J=8.5Hz), 8.11 (1H, dd, J=8.0, 1.5Hz), 7.83 (1H, 

dd, J=8.0, 1.5Hz), 7.74 (1H, ddd, J=8.0, 8.0, 1.5Hz), 7.68 (1H, d, J=8.5Hz), 7.55 
10 (1H, ddd, J=8.0, 8.0, 1.5Hz), 7. 11 (1H, d, J=8.5Hz), 6.82 (1H, dd, J=8.5, 8.5Hz), 
6.75 (1H, d, J=8.5Hz), 5.37 (2H, s), 3.31 (1H, m), 2.74 (1H, dd, J=5.0, 15.0Hz), 
2.73 (2H, m), 2.55 (1H, dd, J=9.0, 15.0Hz), 2.00-1.65 (4H, m)o 

3lfifcfl!l3 (3 9) 

15 2- (3- (4 -^>f^7x-W -7ac-;v) gfc$? 



H 3 C 




TLC:Rf 0.52 (^OD*jl/A : * ? J -fr=9 1) ; 
20 NMR (CDC1 3 ) : $ 7.40-7. 15 (5H, m), 6.95-6.85 (3H, m), 5.00 (2H, s), 3.65 (2H, 
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s), 2.60 (2H, t, J = 7.5 Hz), 1.60 (2H, m), 1.45-1.20 (4H, m), 0.90 (3H, t, J = 6.5 Hz) 0 

6 - (3 - (^y V >-3 -4)l>* h+v) 7x;;v) 

5 




TLC : Rf 0.36 nn<h;^A : ^ ^ y — ;l/ = i5 ; i) ; 

NMR (CDC1 3 ) : <5 9.02 (1H, d, J=2.0Hz), 8.25 (1H, br), 8.15 (1H, d, J=8.5Hz), 
10 7.84 (1H, d, J=8.5Hz), 7.73 (1H, dt, J=2.0, 8.5Hz), 7.57 (1H, t, J=8.5Hz), 7.20 (1H, 
t, J=8.0Hz), 6.90-6.77 (3H, m), 5.27 (2H, s), 2.61 (2H, t, J=7.5Hz), 2.36 (2H, t, 
J=7.5Hz), 1.78-1.56 (4H, m), 1.48-1.26 (2H, m) 0 

15 4 - (3 - ( ( 2 E) -3 - -2-7"D^-;l/t^ 



H 3 C 




20 TLC : Rf 0.68 (Mt^.*'*') I 

NMR (CDCI3) : £ 7.33 (2H, d, J=8.3Hz), 7.20 (1H, m), 7.13 (2H, d, J=8.3Hz), 
6.76-6.82 (3H, m), 6.71 (1H, dt J=16.0, 1.2Hz), 6.36 (1H, dt, J=16.0, 5.6Hz), 4.67 
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(2H, dd, J=5.6, 1.2Hz), 2.66 (2H, t, J=7.3Hz), 2.59 (2H, t, J=7.8Hz), 2.38 (2H, t, 
J=7.3Hz), 1.97 (2H, tt, J=7.3, 7.3Hz), 1.61 (2H, m), 1.27-1.34 (4H, m), 0.89 (3H, t, 
J=6.7Hz)o 

5 mmm U2) 

4- (3- V >-3 -4 )V* h^y) 7x-Jl') >U 




10 TLCiRf 0.41 (S^^^-Jl') I 

NMR (CDa 3 +CE^C»D) : d 9.31 (1H, d, J=1.8Hz), 8.96 (1H, s), 8.66 (1H, d, 

J=8.0Hz), 8.06-8.19 (2H, m), 7.92 (1H, m), 7.27 (1H, m), 6.87-6.90 (3H, m), 5.43 
(2H, s), 2.67 (2H, t, J=7.4Hz), 2. 30 (2H, t, J=7.4Hz), 1.95 (2H, tt, J=7.4, 7.4Hz) 0 

15 mmmz (az) 

2- (3- (^yV>-2-^f;^b^y) 7 i^**^ gfe$ 




20 TLC : Rf 0.45 n □ : * ? J -;U = 10 : 1) ; 

NMR (CDCI3+3 drops of CD3OD) : 8 8.21 (1H, d, J=8.4Hz), 8.06 (1H, d, 
J=8.4Hz), 7.67-7.85 (3H, m), 7.54 (1H, m), 7.22 (1H, dd, J=7.8, 7.8Hz), 6.88-7.04 
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(3H, m), 5.35 (2H, s), 3.79 (2H, s), 3.04 (2H, s)„ 
(2E) -6- (3- (^yj >-2--f;l^ h+y) y ^~)V) ^^-2 




TLC : Rf 0.36 (tK I ^ ? ^ -/U : * n d a = i : io : 100) ; 
10 NMR (CDQ 3 ) : £ 8.19 (d, J=8.0Hz, 1H), 8.12 (d. J=8.0Hz, 1H), 7.82 (d, 

J=8.0Hz, 1H), 7.73 (dd, J=8.0, 8.0Hz, 1H), 7.68 (d, J=8.0Hz, 1H), 7.53 (dd, J=8.0, 
8.0Hz, 1H), 7.19 (dd, J=7.0, 7.0Hz, 1H), 7.03 (dt, J=15.0, 7.0Hz, 1H), 6.90-6.75 
(m, 3H), 5.82 (d, J=15.0Hz, 1H), 5.40 (s, 2H), 2.61 (t, J=7.5Hz, 2H), 2.20 (dt, J=7.0, 
7.0Hz, 2H), 1.76 (m, 2H) C 

15 

liil Us) 

2- (3- ( (2E) -3- (4 — r/f^7xzjb) - 2 -7"n^-;i/t^ 



H 3 C 



20 




TLC : Rf 0.64(^oo^;|/A : ^ ^y-;]/=4: 1) ; 
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NMR (CDCI3) : d 7.33 (2H, d, J=8.0Hz), 7.25 (1H, dd, J=7.8, 7.8Hz), 7.14 (2H, 

d, J=8.0Hz), 6.83-6.95 (3H, m), 6.71 (1H, d, J=15.8Hz), 6.36 (1H, dt, J=15.8, 
6.0Hz), 4.69 (2H, d, J=6.0Hz), 3.83 (2H, s), 3.11 (2H, s), 2.59 (2H, t, J=7.6Hz), 
1.61 (2H, m), 1.26-1.35 (4H, m), 0.89 (3H, t, J=6.6Hz)<> 



mmm (46) 

2 - ( (2Z) -3 - (3 - (*>";>- 2 h*v) 7^-)V) -2 



TLC : Rf 0.40 (tK I ^ 9 J — fr \ Z n u = 1 : 10 : 100) ; 

NMR(CDC1 3 ): 8 8.35 (d, J = 8.5 Hz, 1H), 8.12 (d. J = 8.0, 1.0 Hz, 1H), 7.91 (d, 

J = 8.5 Hz, 1H), 7.88 (dd, J = 8.0, 1.5 Hz, 1H), 7.76 (ddd, J = 8.0, 8.0 1.5 Hz, 1H), 
15 7.58 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.58 ( d, J = 1.5 Hz, 1H), 7.27 (dd, J =7.5, 7.5 
Hz, 1H), 6.98 (dd, J = 7.5, 1.5 Hz, 1H), 6.84 (d, J = 7.5 Hz, 1H), 6.63 (d, J = 1 1.0Hz, 
1H), 5.80 (dt, J = 11.0, 9.0Hz, 1H), 5.54 (s, 2H), 3.80 (d, J = 9 .0Hz, 2H), 3.28 (s, 
2H) 0 

20 ^083 (4 7) 

6- (3- (+yjV-2-^MfW) 7i-^) ^^>m. 



5 




10 



O 
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TLC : Rf 0.46 : 9 J -JU I ? n D A = 1 : 10 : 100) ; 
NMR (CDC1 3 ) : 5 10. 50 (br., 1H), 8. 10 (d, J = 8.0 Hz, 1H), 8. 10 (dd. J = 8.0, 1.0 
5 Hz, 1H), 7.76 (dd, J = 8.0, 1.5 Hz, 1H), 7.68 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.54 (d, 
J = 8.0 Hz, 1H), 7.49 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.22 (dd, J = 1.5, 1.5 Hz, 1H), 
7. 13 (d, J = 1.5, 1.5, 6.5 Hz, 1H), 7.09 (dd, J = 6.5, 6.5 Hz, 1H), 6.94 (ddd, J = 1.5, 
1.5, 6.5 Hz, 1H), 4.45 (s, 2H), 2.51 (t, J = 7.5 Hz, 2H), 2.31 ( t, J = 7.0 Hz, 2H), 
1.62 (m, 2H), 1.53 (m, 2H), 1.31 (m, 2H) C 

10 

ggfifcgl]3 (4 8) 

2- (3- (3- ( (2E) -3- (4 7 



H 3 C 



15 




TLC : Rf 0.42 (^ n D*;VA I * 9 S -;i/ = 10 : l) ; 

NMR(CDC1 3 ): $ 7.33 (d, J = 8.2 Hz, 2H), 7.11-7.24 (m, 3H), 6.67-6.82 (m, 4H), 
6.36 (dt, J = 16.0, 6.0 Hz, 1H), 4.68 (d, J = 6.0 Hz, 2H), 3.25 (s, 2H), 2.55-2.74 (m, 
20 6H), 1.60 (in, 2H), 1.27-1.35 (m, 4H), 1.93 (tt, J = 7.6, 7.6 Hz, 2H), 0.89 (t, J = 6.6 
Hz, 3H)o 
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mmm (49) 

2- (5- (*^J >-2->f )V* h^rv) -1, 2, 3, 4-ff7tKo 



5 




OH 



TLC:Rf 0.40 (tK : * 9 J—fr : ^dd*m=i : io : ioo) ; 

NMR (DMSO-d6) : $ 8.41 (d, J = 8.5 Hz, 1H), 8.03 (dd, J = 7.5, 1.0 Hz, 1H), 

7.99 (dd, J =7.5, 1.5 Hz, 1H), 7.79 (ddd, J = 7.5, 7.5, 1.5 Hz, 1H), 7.69 (d, J = 8.5 
10 Hz, 1H), 7.61 (ddd, J = 7.5, 7.5, 1.0 Hz, 1H), 7.03 (dd, J = 7.5, 7.5 Hz, 1H), 6.81 
(d, J - 7.5 Hz, 1H), 6.68 (d, J = 7.5 Hz, 1H), 5.35 (s, 2H), 3.05-2.75 (m, 2H), 2.75- 
2.35 (m, 2H), 2.29 (d, J = 7.0 Hz, 2H), 2.20-1.85 (m, 2H), 1.42 (m, 1H)„ 

mmm ls hi 

15 4- (5- (^yT/-2-f;Mh^y) -1, 2, 3, 4-ff7kKn 
1"7 9l<y-2-4 fr) 




20 TLC : Rf 0.38 (tK : ^ if J — * : ^ u u A = 1 : 10 : 100) ; 

NMR (DMSO-d 6 ) : 8 8.41 (d, J = 8.5 Hz, 1H), 8.02 (d, J = 8.0 Hz, 1H), 7.99 (dd, 
J= 8.0, 1.5 Hz, 1H), 7.79 (ddd, J= 8.0, 8.0, 1.5 Hz, 1H), 7.68 (d, J = 8.5 Hz, 1H), 
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7.61 (dd, J = 8.0, 8.0 Hz, 1H), 7.02 (dd, J = 8.0 , 8.0 Hz, 1H), 6.80 (d, J = 8.0 Hz, 
1H), 6.68 (d, J = 8.0 Hz, 1H), 5.34 (s, 2H), 3.05-2.70 (m, 2H), 2.62 (m, 1H), 2.34 (m, 
1H), 2.24 (t, J = 7.0 Hz, 2H), 1.94 (m, 1H), 1.75-1.55 (m, 3H), 1.45-1.20 (m. 3H)„ 

2- (7- V>-2-J)l>* h^rv) -i, 2, 3, 4-rh7kKo 




TLC : Rf 0.53 : ^ ? J -)V : ? n n * ;p a = 1 : io : 100) ; 
NMR (DMSOd*) : 8 8.40 (d, J = 8.5 Hz. 1H), 8.02 (dd, J = 8.0, 1.0 Hz, 1H), 
7.98 (dd, J = 8.0, 1.5 Hz, 1H), 7.78 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.64 (d, J = 8.5 
Hz, 1H), 7.61 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 6.97 (d, J = 8.5 Hz, 1H), 6.79 (dd, J 
= 8.5, 2.5 Hz, 1H), 6.67 (d, J = 2.5 Hz, 1H), 5.31 ( S , 2H), 2.79 (dd, J = 4.5, 16.5 Hz, 
1H), 2.75-2.60 (m, 2H), 2.39 (dd, J = 10.0, 16.0 Hz, 1H), 2.26 (d, J = 7.0 Hz, 2H), 
2.08 (m, 1H), 1.86 (m, 1H), 1.37 (m, 1H) Q 

3- (6- (*;>)>-2-JjV* h^v) _ lf 2 , 3, 4-fh7tKn 
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TLC:Rf o.7d (tK : * 9 J — )V : ^na*M=i : io: ioo) ; 

NMR (DMSOde) : 8 8.39 (d, J = 8.5 Hz, 1H), 8.01 (dd, J = 8.0, 1.0 Hz, 1H), 

5 7.98 (dd, J = 8.0, 1.5 Hz, 1H), 7.78 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.64 (d, J = 8.5 
Hz, 1H), 7.61 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 6.96 (m, 1H), 6.85-6.70 (m, 2H), 5.30 
(s, 2H), 2.80-2.65 (m, 3H), 2.30 (t, J = 7.5 Hz, 2H), 2.26 (m, 1H), 1.84 (m, 1H), 
1.75-1.45 (m, 3H), 1.28 (m, 1H)<, 

10 3£fifcfl83 (5 3) 

4- (7- (+y.'J>-2-^^h+v) -1, 2, 3. 4-rb7tKn 
U>-2 -4)\<) 




15 

TI-C : Rf 0.58 (2fc : * 9 S — A* I 9 X3 =1 : 10 : 100) ; 

NMR (DMSOde) : d 8.40 (d, J = 8.0 Hz, 1H), 8.02 (dd, J = 8.0, 1.0 Hz, 1H), 

7.98 (dd, J = 8.0, 1.5 Hz, 1H), 7.78 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.64 (d, J = 8.0 
Hz, 1H), 7.61 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 6.96 (m, 1H), 6.85-6.70 (m, 2H), 
20 5. 30 (s, 2H), 2. 85-2. 60 (m, 3H), 2. 30 (dd, J = 16. 0, 10. 5 Hz, 1H), 2. 30 (t, J = 7. 5 Hz, 
2H), 1.86 (m, 1H), 1.75-1.50 (m, 3H), 1.40-1.20 (m, 3H) e 
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6- (+;«J>-2-^^+y) -1, 2, 3, 4-7h7tl«*Dt7^ 




TLC : Rf 0.52 (tK I * * J —)V \ ^DD*;H = i I 10 I 100) I 
NMR (DMSO^) : 8 8.41 (d, J = 8.5 Hz, 1H), 8.02 (dd, J = 8.0, 1.0 Hz, 1H), 
7.99 (dd, J = 8.0, 1.5 Hz, 1H), 7.79 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.65 (d, J = 8.5 
Hz, 1H), 7.61 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.01 (d, J = 9.5 Hz, 1H), 6.85-6.75 
(m, 2H), 5.32 (s, 2H), 2.95-2.50 (m, 5H), 2.07 (m, 1H), 1.68 (m, 1H) D 

2- (8- (^;^-2-^Mh+v) -i, 2 , 3, 4-f h^tKD 




TLC:Rf 0.59 (A : * 9 : ^nn*H = i : 10 : 100) ; 
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NMR (DMSO-dg) : $ 12.13 (br., 1H), 8.38 (d, J = 8.5 Hz, 1H), 8.01 (dd, J - 8.0, 

1.0 Hz, 1H), 8.01 (dd, J = 8.0, 1.5 Hz, 1H), 7.79 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 
7.77 (d, J = 8.5 Hz, 1H), 7.61 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.07 (dd, J = 8.0, 8.0 
Hz, 1H), 6.86 (d, J = 8.0Hz, 1H), 6.70 (d, J = 8.0Hz, 1H), 5.37 (s, 2H), 3.60 (m, 
5 1H), 2.82 (dd, J = 15.5, 2.5 Hz, 1H). 2.80-2.60 (m, 2H), 2.32 (dd, J = 15.5, 11.0 
Hz, 1H), 1.90-1.60 (m, 4H) 0 

8- V y-2-4 fr* Y*V) -1, 2, 3, 4-fh7HKot7^ 
10 U>- 2 -A)\yiJ )Vt$>& 




TLC:Rf 0.63 (7K: * 9 \ ^ao,tM=l : 10 : 100) ; 

15 NMR (DMSO-d 6 ) : 8 8.42 (d, J = 8.5 Hz, 1H), 8.03 (dd, J = 8.0, 1.0 Hz, 1H), 

7.98 (dd, J = 8.0, 1.5 Hz, 1H), 7.79 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.67 (d, J = 8.5 
Hz, 1H), 7.62 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.03 (dd, J = 8.0, 8.0 Hz, 1H), 6.82 
(d, J = 8.0 Hz, 1H), 6.70 (d, J = 8.0Hz, 1H), 5.36 (s, 2H), 3.08 (m, 1H), 2.90-2.55 
(m, 4H), 2.08 (m, 1H), 1.74 (m, 1H) C 

20 

3- (8- >- 2 -4 fr* h^fv) -1, 2, 3, 4-fh7tKo 

t7^ V>- 2 -4)1*) -7u/*yj& 
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TLC : Rf 0.59 (* I * 9 J -)V \ ? n D A = l : 10 : 100) 
NMR (DMSO-de) : d 8.42 (d, J = 8.5 Hz, 1H), 8.02 (dd, J = 8.0, 1.0 Hz, 1H), 
7.98 (dd, J = 8.0, 1.5 Hz, 1H), 7.79 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.68 (d, J = 8.5 
Hz, 1H), 7.61 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.01 (dd, J = 8.0, 8.0 Hz, 1H), 6.79 
(d, J = 8.0 Hz, 1H), 6.69 (d, J = 8.0 Hz, 1H), 5.36 (s, 2H), 3.00 (m, 1H), 2.85-2.60 
(m, 2H), 2.35 (t, J = 7.0 Hz, 2H), 2.22 (dd, J = 16.0, 10.0 Hz, 1H), 1.98 (m, 1H), 
1.80-1.50 (m, 3H), 1.30 (m, 1H) 0 

3- (5- (^yj>-2-^Mh + -» -1, 2, 3, 4-fh7tFD 




TLC:Rf 0.28 (tK : * * S - )V\ ^nD*H = l : 10 : 100); 
NMR (DMSOdg) : 8 8.42 (d, J = 8.5 Hz, 1H), 8.02 (dd, J = 8.0, 1.0 Hz, 1H), 
7.99 (dd, J = 8.0, 1.5 Hz, 1H), 7.79 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.69 (d, J = 8.5 
Hz, 1H), 7.62 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.07 (dd, J = 8.0, 8.0 Hz, 1H), 6.83 
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(d, J = 8.0 Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 5.33 (s, 2H), 2.90-2.50 (m, 3H), 2.29 (t, 
J = 7.5 Hz, 2H), 2.00-1.50 (m, 6H)o 

mm m (59) 

5 3- (7- V y-2 -4 h*v) -1, 2, 3, 4-f h7tKn 



10 TLC : Rf 0.28 (7K I * 9 J -K> \ ^nn>i?M = l : 10 : 100) ; 

NMR (DMSOdfi) : $ 8.39 (d, J = 8.5 Hz, 1H), 8.02 (dd, J = 8.0, 1.0 Hz, 1H), 

7.98 (dd, J = 8.0, 1.5 Hz, 1H), 7.78 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.67 (d, J = 8.5 
Hz, 1H), 7.61 (ddd, J = 8.0, 8.0. 1.0 Hz, 1H), 6.95 (d, J = 8.5 Hz, 1H), 6.91 (d, J = 
2.5 Hz, 1H), 6.79 (d, J = 8.5, 2.5 Hz, 1H), 5.32 (s, 2H), 2.80-2.50 (m, 3H), 2.26 (t, J 
15 = 8.0 Hz, 2H), 2.00-1.50 (m, 6H)o 



mmms (so) 

2- (3- (*>"J >-7--f;l^ 7i-;MfJVft) WfWH 




OH 



20 




TLC : Rf 0.30(^nn7h;i/A : > ^^-;l/=9: 1) ; 
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NMR (DMSO-dg) : 8 8.90 (m, 1H), 8.40 (d, J = 6 Hz, 1H), 8.10-8.00 (m, 2H), 

7.70 (d, J = 6 Hz, 1H), 7.55 (dd, J = 7, 3.5 Hz, 1H), 7.25 (dd, J = 7.5, 7.5 Hz, 1H), 
7.05-6.85 (m, 3H), 5.35 (s, 2H), 3.80 (s, 2H), 3.10 (s, 2H) C 

5 1 

N- (2-y7;xf^) -6- (3- (^r/ 'J >-2-^f;M h^y) 7^ 




10 

3 -?$k&L£zit&® 0.25 g ) , 3-7^7-n \£ y ij ;v (o.84 
m DUXXfl -\l KD^v^>y*h i;tv*-;P (I89mg) *&it*1-)s> (90 
ml) MT, l -.x^- 3 - (3 -V*?-)VT ^ J 

UfrtfVJ * K (2.67 g) fcflUx*^ gS-C lOB#rati^L^o RJS 

U Tia%tt1it*Wi-^^jS>fk^!fe (3.63 g) 
TLC : Rf 0.41 (^nDsh;l/A : p< ^y-;w=20! 1) ; 
20 NMR (CDa 3 ) : d 8.19 (1H, d, J=8.6Hz), 8.08 (1H, d, J=8.4Hz), 7.83 (1H, d, 
J=8.4Hz), 7.79-7.68 (1H, m), 7.68 (1H, d, J=8.6Hz), 7.55 (1H, dt, J=8.4, 1.4Hz), 
7. 19 (1H, t, J=7.8Hz), 6.88-6.74 (3H, m), 6.04-5.84 (1H, br), 5.38 (2H, s), 3.54-3.42 
(2H, m), 2.66-2.50 (4H, m), 2.16 (2H, t, J=7.6Hz), 1.74-1.53 (4H, m), 1.41-1.20 (2H, 
m) 0 
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2- (3- (5- (1- (2-y7yxf^) x h 9 5 ->f AO 




l Tm&Ltzik&Vd (l.OOg) «r«Mb>f"U> (25ml) KflMIU 
tMST. 5ffl<b'J> (537 mg) SrfiDx.. T^=r>^r^#H^;T> m?&-C2l#Fta 
10 UWLtZo KJBfc&i&foZ-SVlzGilQ^ h'J^fJVy V >UT>> K (0.64 m l ) 

(^nn*M : ^ ?y-^=20 : i) t*mku Tfflto&&itctzm 

15 S*b£^ (1.05 g) i&tzo 

tlc : Rf o.37(^nn*;vA : * *y-;w=2o: l) ; 

NMR (CDC1 3 ) : £ 8.20 (1H, d, J=8.4Hz), 8.08 (1H, d, J=9.2Hz), 7.83 (1H, dd, 

J=8.0, 1.2Hz), 7.79-7.68 (1H, m), 7.68 (1H, d, J=8.4Hz), 7.54 (1H, m), 7.19 (1H, dd, 
J=8.8, 7.2Hz), 6.87 (1H, br), 6.79 (2H, m), 5.38 (2H, s), 4.48 (2H, t, J=6.8Hz), 3.06 
20 (2H, t, J=6.8Hz), 2.85 (2H, t, J=7.8Hz). 2.60 (2H, t, J=7.4Hz), 1.86 (2H, qui, 
J=7.4Hz), 1.76-1.54 (2H, m), 1.52-1.31 (2H, m) 0 

2- (3- (5- (lH-fK7 , /-^-5-'f^) ^<>^)V) y^S^-is* 
25 f 1 ;!/) ^'JV 
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##01 1 2 Ltzit-fr® (1.05 g ) * ^ * y - ;u (25 m 1 ) fc$£*p L, 

5 1 NTfc^b^" h V AtKv#?S (10 ml) *ini, 3 Lfc. RJEd 

1 Nj&Bfi (10 m 1 ) iinjutvt. * 9 y -^fcWEES^Lfco tKJI 

TlB*m«#i-**SWHfc*fc (699 mg) 
njC:Rf 0.21 (?dd*w : y ? y -;i/=20 : l) ; 

10 NMR (CDCI3) : 8 8.26 (1H, d, J=8.6Hz), 8.09 (1H, d, J=8.2Hz), 7.87 (1H. d, 

J=8.0Hz), 7.80-7.68 (1H, m), 7.68 (1H, d, J=8.6Hz), 7.58 (1H, t, J=8.0Hz), 7.15 (1H, 
t, J=8.0Hz), 6.80 (1H, dd, J=2.2, 8.0Hz), 6.71 (1H, d. J=8.0Hz), 6.64 (1H, br), 5.39 
(2H, s), 2.98 (2H, t, J=7.4Hz), 2.48 (2H, t, J=7.0Hz), 1.79 (2H, qui, J=7.4Hz), 1.53 
(2H, qui, J=7.0Hz), 1.38-1.17 (2H, m) c 

15 

mm 5 




foMit-T Y •> A (1.3 g) O^fWWT? K (35ml) jMjftlc^ 
2 -fc KD^fy$l#^ • ^ ^-jVJUXy-JU (5.3 g) <7)v* fJl/*M75 K (30 
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m i ) »«t* ovKxmz.fz&, 10 frmmnLtzo Bu&t&&mmz 4 - 

/OfJl/y>t^^D'JK (8.3 g , !|#^tlS 60-142936 -^*ffl*\ 2 IB 

$tffc<£%) Ov^fW^AT? K (35ml) »»*i>Dx.* 60TC-C 3 U#W&# 

5 ftjfi7K-CJK^c«fe»L, *fck«B*v^*Vtf WkffiLtZo 

»«8^k^» (8.4 g, #^B8 60-142936 %MM 1 SBft^W) 

10 Hifctfll 5 \iZts V>T , • * f- ^ J.^ r ^<r>Ht> *) IZ , 

w\m<o&ft%ff%*<\ nrnms (D ~5 o) oft^**iHiLfc, 
15 fflv>T^*fe0O5 tTOo^^ff^v^, nmms (4) *M&&i&*«iaLfc„ 

3 _ (4-^yf;i,yyt5^^^y) • p< fJlx^f* 



TLC : Rf 0.61 (^*^> : ^i^-;i/=9 : 1) ; 

NMR (CDCI3) : 5 7.70-7.60 (2H, m), 7.40-7.25 (3H, m), 7.20-7. 10 (3H, m), 6.73 



20 
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(1H, d, J=16.0Hz), 6.36 (1H, dt, J=16.0, 6.0Hz), 4.73 (2H, d, J=6.0Hz), 3.92 (3H, s), 
2.59 (2H, t, J=7.5Hz), 1.70-1.50 (2H, m), 1.50-1.20 (4H, m), 0.89 (3H, t, J=7.5Hz) e 



TLC : Rf 0.30 (<%3r^> : fi=g£i?-;U = 9 ! 1) ; 
10 NMR (CDC1 3 ) : 5 8.00 (2H, d, J=9.0Hz), 7.32 (2H, d, J=8.0Hz), 7.14 (2H, d, 

J=8.0Hz), 6.88 (2H, d, J=9.0Hz), 6.72 (1H, d, J=16.0Hz), 6.34 (1H, dt, J=16.0, 
6.0Hz), 4.74 (2H, d, J=6.0Hz), 3.88 (3H, s), 2.59 (2H, t, J=7.5Hz), 1.70-1.50 (2H, 
m), 1.45-1.20 (4H, m), 0.89 (3H, t, J=7.5Hz) 0 

15 mms L3j 

2- {A-^y^)v^y-f\)^^) $|f| . *^-)\,x.*7-)\> 



20 TLC : Rf 0.31 (^#^> : |j:Bfcif-;l/=9 : i) ; 

NMR(CDC1 3 ) : 8 7.95 (1H, d, J=7.0Hz), 7.50-7.35 (2H, m), 7.26 (2H, d, 
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J=8.5Hz), 7.25-7.10 (1H, m), 7.11 (2H, d, J=8.5Hz), 6.62 (1H, d, J=16.0Hz), 6.24 
(1H, dt, J=16.0, 7.0Hz), 3.92 (3H, s), 3.77 (2H, d, J=7.0Hz), 2.57 (2H, t, J=7.5Hz), 
1.70-1.50 (2H, m), 1.45-1.20 (4H, m), 0.88 (3H, t, J=7.5Hz) 0 

5 mtms m 




10 TLC : Rf 0.32 (^-9- > : #=B&Ji-?-;U=9 : l) ; 

NMR (Cpa 3 ) : S 7.81 (lH, dd, J=l.5, 7.5Hz), 7.45 (lH, ddd, J=l.5, 7.5, 7.5Hz), 

7.31 (2H, d, J=8.0Hz), 7. 13 (2H, d, J=8.0Hz), 7.05-6.90 (2H, m), 6.77 (1H, d, 
J=16.0Hz), 6.37 (1H, dt, J=16.0, 5.5Hz), 4.78 (2H, d, J=5.5Hz), 3.91 (3H, s), 2.34 
(3H, s) 0 

15 

2- (4-^>f-^y>t5^t^rv) 3cM=K 




20 

HtkW5Tm&Ltz<it&y!) (8.38 g) (O* hot Kn77>l 

<&mWL (100 m K 1 I 1) 2 U*mt1- Y V f? 2»im%L (25 m l ) fcjp*., 
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^is-c i mmttzo Kfoi&fr®mz i (50 m i ) zm*-, » 

<k® (7.39 g. #^BB 60-142936 ^>3*BI#, %mm 4 £?#£ 0 

»S0!l5 (1) -mmm5 (4) -C^L/c-fb^^, a&M6 ^f^Og 
^^Ifi LP 

3- (4-^>^;i^>>-?- = ;U**v) £ <i>#g? 



H 3 C 




TLC:Rf 0.56 (^^V : ftgjjc.-^ ;i/ = i ; i) ; 

NMR ( d 6 -DMSO) : d 7.60-7.45 (2H, m), 7.46 (1H, dd, J=8.0, 8.0Hz), 7.39 (2H, 
d, J=8.0Hz), 7.30-7.20 (1H, m), 7. 16 (2H, d, J=8.0Hz), 6.74 (1H, d, J=16.0Hz), 6.44 
(1H, dt, J=16.0, 5.5Hz), 4.77 (2H, d, J=5.5Hz), 2.56 (2H, t, J=7.5Hz), 1.65-1.45 (2H, 
m), 1.40-1.10 (4H, m), 0.86 (3H, t, J=7.5Hz) Q 
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o 



TLC : Rf . 0.52 (^-^ I gfc®.x-^;i, = i : l) ; 

NMR ( d 6 -DMSO) : 8 7.89 (2H, d, J=9.0Hz), 7.39 (2H, d, J=8.0Hz), 7.16 (2H, d, 

5 J=8.0Hz), 7.06 (2H, d, J=9.0Hz), 6.75 (1H, d, J=16.0Hz), 6.44 (1H, dt, J=16.0, 
6.0Hz), 4.78 (2H, d, J=6.0Hz), 2.55 (2H, t, J=7.5Hz), 1.65-1.45 (2H, m), 1.40-1.10 
(4H, m), 0.86 (3H, t, J=7.5Hz) 0 

10 2- (4 -s<>T)Vis>1-$. 




TLC : Rf o.55(^*^> : i*x?-;u=i : i) ; 

15 NMR ( d 6 -DMSO) : 8 13.00 (1H, br.), 7.87 (1H, d, J=8.0Hz), 7.55-7.45 (2H, m), 

7.31 (2H, d, J=8.0Hz), 7.25-7.10 (1H, m), 7.12 (2H, d, J=8.0Hz), 6.66 (1H, d, 
J=16.0Hz), 6.28 (1H, dt, J=16.0, 7.0Hz), 3.80 (2H, d, J=7.0Hz), 2.53 (2H, t, 
J=7.5Hz), 1.65-1.45 (2H, m), 1.40-1.10 (4H, m), 0.85 (3H, t, J=7.5Hz) e 

20 mmm 

2- (4 
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TLC.Rf 0.52 : S^ol^;W=i : i) ; 

NMR (d 6 -DMSO) : $ 12.6 (1H, br.), 7.65 (1H, dd, J=1.5, 7.5Hz), 7.49 (1H, ddd, 
J=1.5, 7.5, 7.5Hz), 7.36 (2H, d, J=8.0Hz), 7. 18 (1H, dd, J=7.5, 1.5Hz), 7. 16 (2H, d, 
J=8.0Hz), 7.00 (1H, ddd, J=1.0, 7.5, 7.5Hz), 6.80 ( 1H, d, J=16.0Hz), 6.42 (1H, dt, 
J=16.0, 5.5Hz), 4.78 (2H, d, J=5.5Hz), 2.29 (3H, s)o 

mmmi 

2- (3- (4-^W7x-jl/) 




mMM6-?MMLtzit&® (98 mg) t n V ? a - j&fc y )V * - A 
(20 mg) (lOml) ^Jpx., *§!t#B^;T\ 30 

tt**Tl-£*&M:*tt (42 mg) *fffc 0 

tlc : Rf o.58 (t(c : > * y : ? n d a = 1 : io : ioo) ; 

NMR (d 6 -DMSO) : 8 8.20 (1H, dd, J=2.0, 8.0Hz), 7.53 (1H, ddd, J=2.0, 8.0, 
8.0Hz), 7.13 (1H, ddd, J=1.0, 8.0, 8.0Hz), 7.11 (4H, s), 6.99 (1H, dd, J=1.0, 8.0Hz), 
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4.24 (2H, t, J=6.5Hz),2.80 (2H, t, J=7.5Hz), 2.57 (2H, t, J=7.5Hz), 2.35-2.15 (2H, 
m), 1.70-1.50 (2H, m), 1.45-1.20 (4H, m), 0.89 (3H, t, J=7.5Hz)» 

5 2- (4 -^yfJVy>t<Jl't.^y) • + Y V 




mtfom6-C&ikLtzfc&® (5.0 g) <D**J-)\s (30ml) M£tC x 1 NtK 

io mti- v wj*im%L (15 mi) zm*.. m»Ltz 0 m j gys*zt.-T)uxm& 
mku *5&Mt&m (3.32 g , 60-M2936 -^9iH*\ mmmAtm 

mum 9 

15 3 - (1- ( (5E) -6- (4-^h^r->7ac^;U) - 5 -'\*-fc-;l':*- * 




O 



20 60%7R^fb-?- h ') f > a (o.96 g) ic v ^ ^-JMs/u A T 3 K (50 m 1 ) £Jjdx. 

- 2 -4 )V) yD;r/i ■ x.^;WJCX-r^ (5.04 g, #HS§¥ 3-261752 
Bm.<r>JfmzftL^xm&Ltio ) Oy^f^^AT? K (45 ml) 
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TU M?30#ffl«#Lfc. EU&mittineUZ (5E) -6- (4-* 

-5-A^-J^n> K (6.46 g) Oy^jl/*;^75 K (50 
m 1 ) »«t«riDx, 3 B#W«#Lfc„ RlSfi^«E«r^ffiK»c*Dit, g£ 

SfcaMfc-frto (6.90 g) *ntz 0 

TLC:Rf 0.41 (s\**T> : gf=$j^;u= 4 ; 1} ; 

NMR (CDC1 3 ) : £ 7.28 (2H, d, J=8.8Hz), 6.83 (2H, d, J=8.8Hz), 6.69-6.75 (3H, 
m), 6.35 (1H, d, J=17.0Hz), 6.08 (1H, m), 4.16 (2H, q, J=7.2Hz), 3.93 (2H, t, 
J=6.2Hz), 3.85 (2H, t, J=6.7Hz), 3.80 (3H, s), 2.85-2.95 (2H, m), 2.56-2.63 (2H, m), 
2.21-2.32 (2H, m), 1.58-1.90 (6H, m), 1.22 (3H, t, J=6.7Hz), 1.01 (3H, t, J=7.2Hz) 0 

^Jfe0!l9K£v^T, 3- (1 - t KD-ty-4-7-n^y^>^>_2_ 
4)V) yn;o» • if^f ^i/clif og»#i;, (5E) -6- (4 

3 - (1- ( (5E) -6 - (4-* h+y7x^;k) _ 5 _^^^- ;l/ ^ # 




O 
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TLC : Rf 0.45 (^** V '. ft»xf^=3 I 1) ; 

NMR (CDC1 3 ) : S 7.28 (2H, d, J=7.4Hz), 7. 15 (2H, d, J=7.4Hz), 6.80-6.89 (4H, 

m), 6.36 (1H, d, J=16.2Hz), 6.09 (1H, dd, J=16.2, 7.0Hz), 4.11 (2H, q, J=7.2Hz), 
3.99 (2H, t, J=6.2Hz), 3.80 (3H, s), 2.94 (2H, t, J=9.4Hz), 2.60 (2H, t, J=8.0Hz), 
5 2.27 (2H, q, J=7.0Hz), 1.80-1.95 (2H, m), 1.62-1.73 (2H, m), 1.22 (3H, t, J=7.2Hz) 0 

mum 9 (2) 

3- (1- ( (5EZ) -6-7x-^-5 -'^•te — A'tf-* y) - 4 -Ztu 




O 



TLC : Rf 0.57 I |Hfcxf-*=4 I 1) J 

NMR (CDCI3) : 5 7. 19-7.38 (5H, m), 6.65-6.77 (3H, m), 6.38- 6.47 (1H, m), 6.23 

15 (0.5H, dt, J=15.9, 6.5Hz, E-isomer), 5.68 (0.5H, dt, J=11.5, 7.3Hz, Z-isomer), 4.11 
(2H, q, J=7.0Hz), 3.81-3.97 (4H, m), 2.85-2.95 (2H, m), 2.52-2.64 (2H, m), 2.24- 
2.46 (2H, m), 1.59-1.90 (6H, m), 1.18-1.26 (3H, m), 1.02 (3H, t, J=7.0Hz) o 

mmm 0 

20 3 - ( 1 - ( ( 5 E) -6- (4-^h^v7x-Jl') - 5 * 
y) -4 — -futf 2 -4 fr) 
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O 




o 



I1^9TML^^|I (5.49 g) £-X*y-;b (38 ml) £ X V s ? Y 7 
Kn 7 7> (62 m 1 ) U 1 N*K-fb^ h V (37.4 m 1 ) 

5 tin, ^a-c-ifta^L^o Rjt&s^-^t^^tcspx., wmx-*** 

(4.59 g, 3-261752 ^9MB*\ *Sfe^ 2 1 nmt&b) t#fc. 



^*fe^9 (1) -9 (2) •Cftjj^fc'ffc'frfcfc&Hm 0 i:^§^i 

15 ill i o m 

3 - (1- ( (5E) - 6- (4-^h*y7x-il') - 5 -^-fe-^* * 
v) ^>-b~>- 2 — >f ;v) 7*n;r/i 



nx:Rf o.56 : ftg?^-^;w=i : i) ; 

NMR (CDC1 3 ) : d 7.28 (2H, d, J=7.4Hz), 7. 16 (2H, d, J=7.4Hz), 6.81-6.90 (4H, 
m), 6.36 (1H, d, J=16.0Hz), 6.08 (1H, dt, J=16.0, 6.8Hz), 3.99 (2H, t, J=6.0Hz), 



10 




o 



20 
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3.80 (3H, s), 2.92-3.00 (2H, m), 2.64-2 .71 (2H, m), 2.27 (2H, dd, J=7.0, 7.0Hz), 
1.80-1.93 (2H, m), 1.58-1.72 (2H, m) 0 

5 3- (1- ( (5EZ) -6-7x-iV-5-A^^^v) -4-fu 




O 



10 TLC : Rf 0.53(^3r-tf-> '. fifcB£-^^ = l I 1) I 

NMR (CDCI3) : 8 7.18-7.37 (5H, m), 6.66-6.75 (3H, m), 6.37-6.47 (1H, m), 

Z-.6.22 (0.5H, ddd, J=14.4, 7.2, 7.2Hz), E:5.68 (0.5H, ddd, J=15.8, 6.4, 6.4Hz), 3.94 
(2H, t, J=6.2Hz), 3.85 (2H, t, J=6.6Hz) , 2.89-2.96 (2H, m), 2.62-2.70 (2H, m), 
2.23-2.42 (2H, m), 1.58-1.91 (6H, m), 1.02 (3H, t, J=7.2Hz) 0 

15 

lift] 1 

3- (1- (6- (4-^b*y7x-;l/) A#y^t + y) - A --f u #3f. 




20 O 

nmm 1 o turn Ltdt^m zm%w 4 1 mm^mm^Hi- itcio, t 
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TLC : Rf 0.62 (^*rV> ffc&J^;l/ = i ! 1) ; 

NMR (CDC1 3 ) : $ 7. 10 (2H, d, J = 7 Hz), 6.80 (2H, d, J = 7 Hz), 6.85-6.70 (3H, 

m), 3.95-3.80 (4H, m), 3.80 (3H, s), 2.90 (2H, br), 2.85 (2H, br), 2.55 (2H, t, J = 7.5 
Hz), 1.85-1.20 (10H, m), 1.00 (3H , t, J = 7.5 Hz) c 

mmsu 2 

1- ( (5E) -6- h^-s? jl-)1<) - 5 -A^-b-;i/t^y) - 

2- (2- ( 1 H-x h y 5 -4 )l>) - 4 - yo^v^ y 
4£> 




mmm 1 0 -c«a twtit® £###o 1 1 1 2 ^mmm 4tmmo 

15 TLC : Rf 0.26 (^b^ P > I > * 7 - )U = 20 I 1) ; 

NMR(CDC1 3 ) : 5 7.25 (2H, d, J=8.8Hz), 6.81 (2H, d. J=8.8Hz), 6.65-6.74 (3H, 
m), 6.32 (1H, d, J=16.0Hz), 6.04 (1H, dt, J=16.0, 7.0Hz), 3.96 (2H, t, J=6.4Hz), 
3.79 (2H, t, J=6.4Hz), 3.78 (3H, s), 3. 33 (2H, t, J=6.8Hz), 3.09 (2H, t, J=6.8Hz), 
2.23 (2H, dt, J=7.0, 7.0Hz), 1.52-1.90 (6H, m), 0.98 (3H, t, J=7.3Hz)„ 

20 

12(1) 

4- ( (IE) -3- (2- (x YyV-)\<- 5-^;w) 7xy^y) - l - 
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H 3 C 




N=N 



5 TLC : Rf 0.51(^^^-^:^00*^^ = 1:10); 

NMR (CDa 3 ) : 8 8.47 (1H, dd, J=2.0, 8.0Hz), 7.54 (1H, ddd, J=2.0, 8.0, 8.0Hz), 

7.36 (2H, d, J=8.0Hz), 7.25-7.10 (4H, m), 6.81 (1H, d, J=16.0Hz), 6.44 (1H, dt, 
J=16.0, 6.5Hz), 4.94 (2H t d, J=6.5Hz), 2.61 (2H, t, J=7.5Hz), 1.75-1.50 (2H, m), 
1.45-1.20 (4H, m), 0.89 (3H, t, J=6.5Hz) 0 



mmi 3 

3 - (1- ( (5E) -6- (4-* Y^-isy 3l-)V) - 5 -^*r-te—)Vjr 



mm\ o-c«iaiL^b#ft (5.59 g) <r> 1,4- y doomi) mm 

iz l NfcmtT b D * AtKvM (11.1 m 1 ) fciffiTU mfit* 5 Lfc. 

20 TLC : Rf 0.55 : A/=l 1) ; 

NMR (CDCI3) : 5 7.18 (2H, d, J=8.5Hz), 6.76 (2H, d, J=8.5Hz), 6.51-6.70 (3H, 



H 3 C^ 




CH 3 
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m), 6.22 (1H, d, J=16.0Hz), 5.85-6.02 (1H, m), 3.74 (3H, s), 3.68-3.85 (4H, m), 
2.74-2.86 (2H, m), 2.35-2.47 (2H, m), 2.04-2.16 (2H, m), 1.59-1.80 (4H, m), 1.38- 
1.45 (2H, m), 0.90 (3H, t, J=7.4Hz) 0 

5 mm i 4 

(5E) -5- (7- (^;'J>-2-^W h*v) -1, 2, 3, 4-x 




10 

4 -#;w~K3r h 'J 7 a?u ^ y (5.65 g) *r- h 

7HKn7v> (25ml) fc##U **frT\ t-7^y*'j7A (2.86 g) 

'J >_ 2 ->f ^> h^v) - 1 -t + V- 1 , 2, 3, 4-ff7tKot7 
15 * U> (3.22 g) (7)Th7tKD77> (10ml) ^*i)Dxt, ^fit* 3 B# 

wti#u Mmr. -m.mwLtz 0 ^mst^ 

(2.37 g) £#£ 0 

20 TLC : Rf 0.51 {^^> I gf=$jc^;i, = i : 3) ; 

NMR (d 6 -DMSO) : 5 8.41 (1H, d, J=8.6Hz), 7.97-8.05 (2H, m), 7.79 (1H, ddd, 
J=8.2, 6.8, 1.4Hz), 7.69 (1H, d, J=8.6Hz), 7.58-7.67 (1H, m), 7.28 (1H, d, J=2.5Hz), 
7.00 (1H, d, J=8.4Hz), 6.83 (1H, dd, J=8.4, 2.5Hz), 5.99 (1H, t, J=7.0Hz), 5.37 (2H, 
s), 2.62 (2H, t, J=6.2Hz), 2.38 (2H, t, J=5.8Hz), 2.11-2.28 (4H, m), 1.57-1.75 (4H, 

25 m)o 
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\ 4 LLL^mmm 4 (4) 

7- 'J >-2 -J fr* h*v) -1-**V-1, 2, 3, 4-xh 

(5E) - 5- (5- (*yV>--2--r>>l^h*-» -1, 2, 3, 4-t- 
10 h 7k Kn- l -t7f 1 Jf>) >m 




TLC : Rf 0.60 (zfc I P< 9 J —fr I ^DD**A = 1 I 10 I 100) ; 
15 NMR (CDC1 3 ) : <5 8.20 (1H, d, J=8.5Hz), 8.11 (1H, d, J=8.5Hz), 7.83 (1H, d, 

J=8.0Hz), 7.74 (1H, m), 7.70 (1H, d, J=8.5Hz), 7.55 (1H, m), 7.21 (1H, d, J=8.0Hz), 
7.07 (1H, dd, J=8.0, 8.0Hz), 6.77 (1H, d, J=8.0Hz), 5 .99 (1H, t, J=7.5Hz), 5.39 (2H, 
s), 2.90 (2H, t, J=6.5Hz), 2.47 (2H, m), 2.42 (2H, t, J=7.5Hz), 2.29 (2H, m), 1.95- 
1.75 (4H, m) 0 

20 

mmxA (2) 

(5E) -5- (4- (^>"J>-2-'fiM h^fv) l-^f>f'Jf>) 
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TLC : Rf 0.56 (tK : * * J \ ^ D o * )V A = i ; io : 100) ; 
NMR (d 6 -DMSO) : 8 8.41 (1H, d, J=8.5Hz), 8.03 (1H, d, J=8.5Hz), 7.99 (1H, d, 
5 J=8.5Hz), 7.79 (1H, dd, J=8.5, 8.5Hz), 7.67 (1H, d, J=8.5Hz), 7.61 (1H, dd, J=8.5, 
8.5Hz), 7.20-7.05 (2H, m), 6.83 (1H, m), 5.93 (1H, m), 5.40 (2H, s), 2.98 (2H, m), 
2.70 (2H, m), 2.27 (2H, t, J=7.5Hz), 2.17 (2H, m), 1.67 (2H, m) 0 

10 (4E) - 4- (5- >-2-^nJf» -1, 2, 3, 4-x 




15 TLC : Rf 0.65 : * ? J - )\> \ ? U D A = i ; i 0 : 100) ; 

NMR (CDC1 3 ) : a 8.20 (1H, d, J=8.5Hz), 8.10 (1H, d, J=8.5Hz), 7.83 (1H, d, 
J=8.0Hz), 7.74 (1H, m), 7.69 (1H, d, J=8.5Hz), 7.55 (1H, m), 7.20 (1H, d, J=8.0Hz), 
7.05 (1H, dd, J=8.0, 8.0Hz), 6.76 (1H, d, J=8.0Hz), 5 .99 (1H, m), 5.39 (2H, s), 
2.89 (2H, t, J=6.5Hz), 2.65-2.45 (6H, m), 1.88 (2H, m) 0 

20 

mmm\ a m 

(6E) - 6- (5- (^r/'J>-2->f;M hfy) -1, 2, 3, 4 - x 
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5 TLC : Rf 0.62 (tK I * * S 9 n u =1 : 10 I 100) *, 

NMR (CDC1 3 ) : * 8.20 (1H, d, J=8.5Hz), 8.10 (1H, d, J=8.5Hz), 7.83 (1H, d, 

J=8.0Hz), 7.74 (1H, m), 7.70 (1H, d, J=8.5Hz), 7.55 (1H, m), 7.21 (1H, d, J=8.0Hz), 
7.06 (1H, dd, J=8.0, 8.0Hz), 6.76 (1H, d, J=8.0Hz), 6 .00 (1H, t, J=7.0Hz), 5.39 (2H, 
s), 2.90 (2H, t, J=6.5Hz), 2.48 (2H, m), 2.40 (2H, t, J=7.5Hz), 2.24 (2H, dt, J=7.0, 
10 7.0Hz), 1.87 (2H, m), 1.73 (2H, m), 1.53 (2H, m) 0 

mmm 5 

(2E) -2- (6- V >- 2 -<ifr* ^#y) -1, 2, 3, 4-x 




fcMltj- h U ^ A (1.15 g, 62.5%) tfb5KKn75> (50 ml) iCJi 
i^U *^*/Sl!hVxfil' (6.73 g) ©f h7tKD77> (10 ml) » 
20 i££-3Q < C-?iJ0;i> 30 ^W«#?Lfe 0 at&«^»«tic 6 - (* S V >- 2 -4 
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Y^-y) -l-rt^rV-l, 2, 3, 4 —r Y V Knt7 9 \s > (3.03 
g) *M-CJPx., 801C-C l H«#Lfc 0 ^«<fr»ifc*:fc*K;bll*.. 

^jp-cttmt^o mm*tekmt?*9* s s*> mmLtz 0 

i/Vfjyjvjjy&jru^ v j - (s\**)-> : gfc$j^;i/=20 : l) -efit$2 
5 L> TIB»tete*#i-&:fcS&Wffrfr!» (530 mg) 

tlc : Rf o.53 (g^^f-;n ^^-9-> = i : 3) ; 

NMR (CDC1 3 ) : 5 8.30 (d, J = 8.5 Hz, 1H), 8.09 (d, J = 8.0 Hz, 1H), 7.83 (d, J = 

8.5 Hz, 1H), 7.75 (m, 1H), 7.65 (d, J = 8.5 Hz, 1H), 7.62 (d, J = 8.5 Hz, 1H), 7.52 
(m, 1H), 6.88 (dd, J = 8.5, 2.5 Hz, 1H), 6.79 (d, J = 2.5 Hz, 1H), 6.23 (t, J = 2.0 Hz, 
10 1H), 5.40 (s, 2H), 4. 19 (q, J = 7.0 Hz, 2H), 3. 17 (dt, J = 2.0, 6.5 Hz, 2H), 2.75 (t, J = 
6.0 Hz, 2H), 1.82 (m, 2H), 1.30 (t, J = 7.0 Hz, 3H) G 

mW mi 5 (1) -ft jft fll 5 (3) 

15 ®tto 

mmn i 5 m 

(2E) -2- (7- (^/'J >-2-4)V* F+y) -1, 2, 3, 4-x 



nx.-Rf 0.46 : |fcggj^;u=3 : i) ; 

NMR (CDCI3) : d 8.20 (1H, d, J=8.5Hz), 8.11 (1H, d, J=8.5Hz), 7.83 (1H, d, 



20 
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J=8.5Hz), 7.74 (1H, m), 7.68 (1H, d, J=8.5Hz), 7.55 (1H, m), 7.38 (1H, d, J=2.5Hz), 
7.06 (1H, d, J=8.5Hz), 6.97 (1H, dd, J=8.5, 2.5Hz), 6.30 (1H, t, J=1.5Hz), 5.40 (2H, 
s), 4.21 (2H, q, J=7.0Hz), 3.15 (2H, dt, J=1.5, 6.5Hz), 2.72 (2H, t, J=6.5Hz), 1.82 
(2H, m), 1.33 (3H, t, J=7.0Hz) o 

5 

mmm 5 (?) 

(2E) -2- (5- (^yj>-2-^^M b^fv) -1, 2, 3, 4-x 



10 




TLC : Rf 0.63 (ftBtx.7->l/ : > = 1 : 2) ; 

NMR (CDC1 3 ) : d 8.21 (d, J = 8.5 Hz, 1H), 8.08 (d, J = 8.0 Hz, 1H), 7.84 (d, J = 

8.0 Hz, 1H), 7.75 (m, 1H), 7.69 (d, J = 8.5 Hz, 1H), 7.56 (m, 1H), 7.29 (d, J = 8.0 
15 Hz, 1H), 7. 13 (dd, J = 8.0, 8.0 Hz, 1H), 6.93 (d, J = 8.0 Hz, 1H), 6.34 (s, 1H), 5.40 
(s, 2H), 4.21 (q, J = 7.0 Hz, 2H), 3.19 (m, 2H), 2.94 (t, J = 6.0 Hz, 2H), 1.92 (m, 
2H), 1.32 (t, J = 7.0 Hz, 3H) e 

1 3 

20 (2E) -2- (7- (*>"j >-2-<i)\s* h^fy) -1, 2, 3, 4-x 
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Tfc^Ht 'Jf-^AJ^K-^i (19 mg) t>7U*077> (1 ml) IZ 
m*-, T^=f>^X#H^T-78r-e, H»J1 5(1) T'MiiL^'fb^ (37 
5 mg) Oth?KKn7?> (lml) 0*CTM B#TO#L^ 0 RE&?I 

&*QE£$:f- h V ^ a tK t tm x tz'& , j. - r «t TO^t ^ * -> 

fciiSSU TfB»ttffit^fta«H^ife (32 mg) *#fco 
TLC : Rf 0.23 (^^r-9-> : B^^^;v- = i : 1) ; 

10 NMR (CDC1 3 ) : a 8.17 (1H, d, J=8.5Hz), 8.09 (1H, d, J=8.5Hz), 7.80 (1H, d, 

J=8.5Hz), 7.73 (1H, m), 7.67 (1H, d, J=8.5Hz), 7.53 (1H, m), 7.29 (1H, d, J=2.5Hz), 
6.98 (1H, d, J=8.5Hz), 6.84 (1H, dd, J=8.5, 2.5Hz), 6. 14 (1H, t, J=6.5Hz), 5.37 (2H, 
s), 4.36 (2H, d, J=6.5Hz), 2.68 (2H, t, J=6.5Hz), 2.46 (2H, t, J=5.5Hz), 1.77 (2H, m) 0 

15 »*W1 4 

(2E) - 2- (7- (*>"J >-2--f;U^h^->)-l, 2, 3, 4 - x 




20 

N-?dd^?-»^ K (15 mg) ii£ik*1-\,> (lml) Ktjp;t x T 
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1 3f«lLfcftt« (29 mg) *>m.<l* f-i>> (lml) v#^* 20t:t?inx.> 

mit&Vo (25 mg) Z'&tzo 
5 TLC :Rf 0.63 (^^> I RM&*'^=2 I 1) ; 

NMR (CDC1 3 ) : 5 8.19 (1H, d, J=8.5Hz), 8.10 (1H, d, J=8.5Hz), 7.82 (1H, d, 

J=8.5Hz), 7.74 (1H, m), 7.69 (1H, d, J=8.5Hz), 7.54 (1H, m), 7.29 (1H, d, J=2.5Hz), 
7.01 (1H, d, J=8.0Hz), 6.88 (1H, dd, J=8.0, 2.5Hz), 6.16 (1H, t, J=6.5Hz), 5.39 (2H, 
s), 4.27 (2H, d, J=6.5Hz), 2.71 (2H, t, J=6.0Hz), 2.56 (2H, t, J=6.0Hz), 1.83 (2H, m)„ 

L0 

2 - ( (2E) -2- (7- (*>"; >-2->f** h^v) - 1, 2, 3 , 



##081 4«Lfc^ (25 mg) > f-*^U n-^BM-T-/!/ (9// 1) > 
RgSftU^A (15 mg) £<fc 0*3 -Mfc7J V A (2rag) OT-feb-h'J/i/ 

(lmi) «»«L*sia-c-ifta^Lfco Rj&m^m^^tcimx., s^m-^f- 

■?A«> liSSt7to SMtv , J*^V*7A^07h^77'f- (^ 

*-9-> : gfc$p^;v=5 : 1) -e*t$iU T!BtttMt*#i-*#»9Hfc#» (14 

mg) 

TLC : Rf 0.53 C^tt* I fifl&x?->l/=2 ! 1) I 
25 NMR (CDCI3) : 8 8.20 (1H, d, J =8.6 Hz), 8.09 (1H, d, J = 8.6 Hz), 7.83 (1H, d, 




15 
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J = 8.2 Hz), 7.73 (1H, ddd, J = 8.6, 6.9, 1.6 Hz), 7.70 (1H, d, J = 8.6 Hz), 7.54 (1H, 
m), 7.29 (1H, d, J = 2.5 Hz), 7.01 (1H, d, J = 8.4 Hz), 6.86 (1H, dd, J = 8.4, 2.5 Hz), 
6.00 (1H, t, J = 8.0 Hz), 5.39 (2H, s), 3.71 (3H, s), 3.47 (2H, d, J = 8.0 Hz), 3.18 
(2H, s), 2.72 (2H, t, J = 6.1 Hz), 2.51 (2H, t, J = 6.1 Hz), 1.81 (2H, tt, J = 6.1, 6.1 
5 Hz) c 

ggfifcgll 1 7 

2 - ( (2E) -2 - (5- (#yj>-2--f;M h^y) -1, 2, 3, 




mmmi 5(2) -?m& l tz * ###g 1 3— ###11 A-*mmmi 6 

15 tz 0 

TLC : Rf 0.17 : ^^-9-> = i : 5) ; 

NMR (CDC1 3 ) : d 8. 19 (d, J = 8.5 Hz, 1H), 8.08 (dd, J = 8.0, 1.0 Hz, 1H), 7.83 

(dd, J = 8.0, 1.5 Hz, 1H), 7.74 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.69 (d, J = 8.5 Hz, 
1H), 7.55 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.24 (d, J = 8.0 Hz, 1H), 7.09 (dd, J = 8.0, 
20 8.0Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 6.04 (t, J = 8.0Hz, 1H), 5.39 (s, 2H), 3.72 (s, 
3H), 3.51 (d, J = 8.0 Hz, 2H), 3.21 (s, 2H), 2.92 (t, J = 6.5 Hz, 2H), 2.54 (t, J = 6.0 
Hz, 2H), 1.90 (m, 2H) C 

25 (3 E) -3 - (5 - (*>m; >- 2--f Y**/) - 1, 2, 3, 4 - x 
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5 5- y-2-4»* h*v) -l-*4rV-l, 2, 3, 4 — r h 

y\L KDf7?l/> (l.52g) i3J:D f 3-#;i'***'>ynfc:*jWh 'J7x-M^ 
*^^A/n5 K (l.76g) £r Ko77> (15m 1) £ «fc XI v p< 

;l/*^fv K (15m 1 ) K»»U TfcfUfc^ h U (0.4g, 60%) £0°Ct*j!JDx., 
lBtWjf^L^o £J£rI^&£^iS:£-e#ML s^P^TOLTto 

io i&&7Macsn;t. i-x^-e^^m. jidifciS^T^u xS^-^ (ftm*- 

: ^*^>= i : D •cfflmL/co mtoWLZte*m&-*r*^vA-?tftm'ik. 

n*;VA = l : 100) -cmnttZo fflSl!*y^f^*;VA7 5 K (5m 1) tz®. 
8?U Bvit*?-)^ (0.31ml) , (276m g) &#nx. 2B#R5*j|# 

t>:ftKxf^=9: i) -csiiL, T»M£#i-&*f&iEtt^% (51 
mg) zntzo 

20 TLC : Rf 0.29 (gfcg&^;i/ I ^^r^ > = 1 : 3) ; 

NMR(CDC1 3 ): S 8.19 (d, J = 8.5 Hz, 1H), 8.08 (d, J = 8.0Hz, 1H), 7.83 (dd, J = 

8.0, 1.5 Hz, 1H), 7.74 (ddd, J - 8.0, 8.0, 1.5 Hz, 1H), 7.68 (d, J = 8.5 Hz, 1H), 7.54 
(dd, J = 8.0, 8.0 Hz, 1H), 7.27 (d, J = 8.0 Hz, 1H), 7.09 (dd, J = 8.0, 8.0 Hz, 1H), 
6.80 (d, J = 8.0 Hz, 1H), 6. 18 (t, J = 7.0 Hz, 1H), 5.38 (s, 2H), 3.72 (s, 3H), 3.27 (d, 
25 J - 7.0 Hz, 2H), 2.93 (t, J = 6.5 Hz, 2H), 2.48 (t, J = 6.0 Hz, 2H), 1.89 (m, 2H) e 



175 



WO 99/1,255 PCT/JP98/03760 



^fli inn 

(3E) -4- (3- (^r/'J>-2-^M 7x^^) 7^-3 - 




10 TLC : Rf 0.42 (7K I * ?s>-)l> [ ? DD*M = i : i 0 : 100) ; 

NMR (CDC1 3 ) : 5 8. 19 (d, J = 8.5 Hz, 1H), 8.09 (dd. J = 8.0, 1.0 Hz, 1H), 7.83 
(dd, J = 8.0, 1.5 Hz, 1H), 7.74 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.68 (d, J = 8.5 Hz, 
1H), 7.55 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.22 (dd, J = 8.0, 8.0 Hz, 1H), 7.07 (dd, J 
= 2.0, 3.0 Hz, 1H), 6.99 (dd, J = 8.0, 2.0 Hz, 1H), 6.90 (dd, J = 8.0, 3.0 Hz, 1H), 

15 6.45 (d, J = 16.0 Hz, 1H), 6.28 (dt, J = 16.0, 6.0 Hz, 1H), 5.39 (s, 2H), 3.71 (s, 3H), 
3.24 (d, J = 6.0 Hz, 2H) 0 

mm 1 5 

2- (1-tKD^fy-i, 2, 3, 4 — r h Knf7^ U>- 7 -4 )V 
20 ** 9 s*i-n,) y > 
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7- (+y V >-2-4A'* h*v) -1-**V-1, 2, 3, 4-fh 
7KKot7^> (309 rag) (5ml) U ^^7^* 

fl:**St*f h V7A (38 mg) SrflPx., 30 frWi&^L*:., 

*«»v$r*v*A-ete*fc». mtu Tmm&mimir &nmit&m (311 

mg) 

TLCzRf 036 (Mt-X?'*' I ^*^> = 1 : 1) ; 

NMR(CDC1 3 ) : 5 8.18 (d, J = 8.5 Hz, 1H), 8.07 (dd, J = 8.0, 1.0 Hz, 1H), 7.82 

10 (dd, J = 8.0, 1.5 Hz, 1H), 7.73 (ddd, J = 8.0, 8.0. 1.5 Hz, 1H), 7.67 (d, J = 8.5 Hz, 
1H), 7.54 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7. 14 (d, J = 3.0 Hz, 1H), 7.02 (d, J = 8.0 
Hz, 1H), 6.88 (d, J = 8.0, 3.0 Hz, 1H), 5.37 (s, 2H), 4.73 (t, J = 6.5 Hz, 1H), 2.90- 
2.50 (m, 2H), 2.10-1.60 (m, 4H) C 

15 1 6 

2 - (1-^no-l, 2, 3, 4-fh7kKDt7^1/>-7-'f^^ 




20 

###9 1 5 -C&m. L tzit&m (300 m g ) ZMit* f-Vy (5ml) fc&flS U 
Kit?-*-* (0.22ml) fc&fiTjDx., 3QfrVmWLt:o RJStft-&»fft * « 
ttU TfE»ttte**-**«HH*fc£-J» (355 mg) 
TLC : Rf 0.65 : ^^-^ > = 1 : 2) I 

25 NMR (CDQ 3 ) : £ 8.99 (d, J = 8.0 Hz, 1H), 8.83 (dd, J = 8.0, 1.0 Hz, 1H), 8.15 (d, 
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J = 8.0 Hz, 1H), 8.11 (dd, J = 8.0, 1.5 Hz, 1H), 8.08 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 
7.89 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.08 (d, J = 2.5 Hz, 1H), 7.05 (d, J = 8.0 Hz, 
1H), 6.97 (d, J = 8.0, 2.5 Hz, 1H), 5.95 (s, 2H), 5.27 (t, J = 3.5 Hz, 1H), 2.95-2.60 
(m, 2H), 2.35-2.00 (m, 3H), 1.84 (m, 1H) Q 

5 

2- (7- (^/'J>-2-^Mh^» -1, 2, 3, 4-xh5fcKn 



10 




TLC : Rf 0.22 (g»x?-;n ^^> = i : 2 ) ; 

15 NMR (CDC1 3 ) : d 8.18 (d, J = 8.5 Hz, 1H), 8.07 (dd, J = 8.0, 1.0 Hz, 1H), 7.82 

(dd, J = 8.0, 1.5 Hz, 1H), 7.73 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.68 (d, J = 8.5 Hz, 
1H), 7.54 (ddd, J = 8.0, 8.0, 1.0 Hz, 1H), 7.09(d, J = 3.0 Hz, 1H), 6.98 (d, J = 8.5 
Hz, 1H), 6.84 (d, J = 8.5, 3.0 Hz, 1H), 5.36 (s, 2H), 4.23 (t, J = 4.0 Hz, IH), 3.73 (s, 
3H), 3.28 (d, J = 15.0 Hz, 1H), 3.16 (d, J = 15.0 Hz, 1H), 2.90-2.50 (m, 2H), 2.20- 
20 2.00 (m, 3H), 1.78 (m, 1H) C 

mmm 1 5 -mmm 15 ( 2 ) . mmm 1 6 , %mm 1 7 , mm n-n 
»Ji8 (1) axxfrnxmi wm&Ltzit&m*. mmm3 tmrnoBM 
25 <D^m^ifr - 1 ic x 0 ^ ^T<o^mmt^m^ntz 0 
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0 

(2E) -2- (6- >-2 ->f ^ -1, 2, 3, 4 - x 

h7HKD-l-t7f'Jf>) 



tlc : Rf o.65 (tK : * * ^ — * : ^on*M = i : io : ioo) ; 

NMR (DMSO-dg) : d 8.42 (1H, d, J=8.5Hz), 8.03 (1H, d, J=8.0Hz), 8.00 (1H, d, 

10 J=8.0Hz), 7.79 (1H, m), 7.70 (1H, d, J=8.0Hz), 7.66 (1H, d, J=8.5Hz), 7.62 (1H, m), 
7.00-6.85 (2H, m), 6.20 (1H, s), 5.40 (2H, s), 3.06 (2H, t, J=6.0Hz), 2.74 (2H, t, 
J=6.0Hz), 1.72 (2H, m) 0 

15 (2E) -2- (7 - (+y'J>-2-^fJM h^y) -1, 2, 3, 4-x 
h7t Kn-i-t7f Vf^) WfJSL 



5 




O 



o 
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TLC : Rf 0.56 (tK '• ^dd*)1/A = i: 10 : 100) ; 

NMR (DMSO-de) : S 8.41 (1H, d, J=8.5Hz), 8.03 (1H, d, J=8.0Hz), 7.99 (1H, d, 

J=8.0Hz), 7.78 (1H, m), 7.70 (1H, d, J=8.5Hz), 7.61 (1H, m), 7.43 (1H, s), 7.12(1H, 
d, J=8.0Hz), 7.02 (1H, d, J=8.0Hz), 6.35 (1H, s), 5. 42 (2H, s), 3.03 (2H, t, 
5 J=6.0Hz), 2.68 (2H, t, J=6.0Hz), 1.72 (2H, m) 0 

mmm o (2) 

(2E) -2- (5- V >-2-4 )V* h^v) - l, 2, 3, 4 - t- 

h7tKD-i-t7fjf>) mm. 




TLC : Rf 0.45 I * 9 J— \ 9 na*;i/^ = i ; io : 100) ; 

NMR (DMSO-de) = $ 8-42 (1H, d, J=8.5Hz), 8.02 (1H. d, J=7.5Hz), 7.99 (1H, d, 

15 J=7.5Hz), 7.79 (1H, dd, J=7.5, 7.5Hz), 7.70 (1H, d, J=8.5Hz), 7.61 (1H, dd, J=7.5, 
7.5Hz), 7.32 (1H, d, J=8.0Hz), 7.17 (1H, dd, J=8.0, 8. 0Hz), 7.07 (1H, d, J=8.0Hz), 
6.31 (1H, s), 5.39 (2H, s), 3.07 (2H, t, J=6.0Hz), 2.85 (2H, t, J=6.0Hz), 1.82 (2H, 
m) 0 

20 IM2 0 (Z) 

2 - ( (2E) -2 - (7 - >-2--Ol^ h*v) -1, 2, 3, 
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tlc : Rf o.30(^nn*;WA : * 9;-)v=9 : l) ; 

NMR (CDa 3 +CD 3 OD) : 8 8.30 (1H, d, J =9 Hz), 8.10 (1H, d, J = 9 Hz), 7.90 (1H, 

5 d, J = 9 Hz), 7.80-7.70 (2H, m), 7.60 (lH,dd, J = 7.5, 7 Hz), 7.30 (1H, d, J = 2 Hz), 
7.00 (1H, d, J = 7 Hz), 6.85 (1H, dd, J = 7, 2 Hz), 6.05 (1H, t, J = 8.0 Hz), 5.40 (2H, 
s), 3.50 (2H, d, J = 8.0 Hz), 3.20 (2H, s), 2.75 (2H, t, J = 6 Hz), 2.55 (2H, t, J = 6 
Hz), 1.80 (2H, tt, J = 6, 6 Hz)o 

10 3gfifc0fl 2 0(4) 

2 - ( (2 E) -2 - (5 - V >-2 -4 to* h^fy) - 1, 2, 3, 

4-fl>7tl f n-i-t7f'jr/) fttt 




15 

TLC : Rf 0.41 (>jc '. * * J —)\/ \ Z n n =i ; io : 100) ; 

NMR (DMSO-d 6 ) : d 8.42 (1H, d, J=8.5Hz), 8.02 (1H, dd, J=8.0, 1.5Hz), 8.00 

(1H, dd, J=8.0, 1.0Hz), 7.79 (1H, ddd, J=8.0, 8.0, 1.5Hz), 7.69 (1H, d, J=8.5Hz), 
7.62 (1H, ddd, J=8.0, 8.0, 1.0Hz), 7.23 (1H, d, J=8.0Hz), 7.09 (1H, dd, J=8.0, 
20 8.0Hz), 6.92 (1H, d, J=8.0Hz), 6.05 (1H, t, J=8.0Hz), 5.37 (2H, s), 3.46 (2H, d, 
J=8.0Hz), 3.21 (2H, s), 2.81 (2H, t, J=6.5Hz), 2.48 (2H, t, J=6.5Hz), 1.79 (2H, m)o 
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imui (_5J 

(3E) -3- (5- (^fy;>-2-^M h + y) -1, 2, 3, 4-x 



5 




tlc : Rf 0.29 (tK i ^ 9 s—fr : ^on*w=i : io : ioo) ; 

NMR (DMSO-d 6 ) : d 8.42 (1H, d, J=8.0Hz), 8.03 (1H, d, J=7.5Hz), 7.99 (1H, d, 

J=7.5Hz), 7.79 (1H, dd, J=7.5, 7.5Hz), 7.69 (1H, d, J=8.0Hz), 7.61 (1H, dd, J=7.5, 
10 7.5Hz), 7.21 (1H, d, J=8.0Hz), 7. 10 (1H, dd, J=8.0, 8. 0Hz), 6.91 (1H, d, J=8.0Hz), 
6.14 (1H, t, J=7.0Hz), 5.36 (2H, s), 3.19 (2H, d, J=7.0Hz), 2.80 (2H, t, J=6.5Hz), 
2.42 (2H, t, J=6.0Hz), 1.78 (2H, m) 0 

3gfifcff!l2 0 (6) 

15 (3E) -4- (3- (*>"J >-2->f;l^ 7 7 9 - $ - 



20 TLC : Rf 0.38 (;jc I * 9 J -)V \ 9 U D A = 1 : 10 I 100) ; 

NMR (DMSOd 6 ) : S 8.41 (d, J = 8.5 Hz, 1H), 8.03 (d. J = 8.5 Hz, 1H), 7.99 (d, J 
= 8.5 Hz, 1H), 7.79 (dd, J = 8.5, 8.5 Hz, 1H), 7.69 (d, J = 8.5 Hz, 1H), 7.62 (dd, J = 
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8.5, 8.5 Hz, 1H), 7.25 (dd, J = 8.0, 8.0 Hz, 1 H), 7.15 (d, J = 1.5 Hz, 1H), 7.01 (d, J 
= 8.0 Hz, 1H), 6.94 (dd, J = 8.0, 1.5 Hz. 1H), 6.47 (d, J = 16.0Hz, 1H), 6.33 (dt, J = 
16.0, 6.5 Hz, 1H), 5.39 (s, 2H), 3.19 (d, J = 6.5Hz, 2H) 0 

3atfc0H2O (7) 

2- (7- y- 2 -4 fr* -1, 2, 3, 4-f h7tKn 




TLC : Rf 0.22 (tK ! * 9 J —)V : 9 D D*;i/A = 1 : 10 : 100) I 

NMR (DMSO-d 6 ) : 5 8.40 (d, J = 8.5 Hz, IH), 8.03 (d, J = 8.0 Hz, 1H), 7.99 (dd, 

J = 8.0, 1.5 Hz, 1H), 7.78 (ddd, J = 8.0, 8.0, 1.5 Hz, 1H), 7.66 (d, J = 8.5 Hz, 1H), 
7.61 (dd, J = 8.0, 8.0 Hz, 1H), 7.05 (d, J = 2.5 Hz, 1H), 6.99 (d, J = 8.0 Hz, 1H), 
6.87 (dd, J = 8.0, 2.5 Hz, 1H), 5.31 (s, 2H), 4.23 (m, 1H), 3.36 (d, J = 15.0 Hz, 1H), 
3.24 (d, J - 15.0 Hz, 1H), 2.80-2.50 (m, 2H), 2.10-1.80 (m, 3H), 1.68 (m, 1H) G 

%fife ft)2 1 

4 - (2 - (4 2 - h V 7^n^wy 'J >-6 Y 
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%1$m 1 (44) TM&Ltzit&yd (685m g ) £ * * J -)V (20m I ) 4Cj§ 
«?U th'J-)A^h+yK (270m g) Z1mz.. 2l$lflUn&Xift L R(5S 

tF077>=2:i, 15ml) fc»#U 2 N*gtffc^ h V 9 A*#«[ (2.5 
m 1 ) £#Qx. s £$BT4l$W«#Lfco BGSil^»«* 1 NffiBJTC**! U 

10 (^nn*ji/A : ^^y-;b=30: 1) TI&SU TiB*tttt*#i"**»W-fb 
(319m g) £f#7c 0 
TLC:Rf 0.49(^na^;PA : ^< ^y-;l/ = i5 : 1) ; 

NMR (CDC1 3 ) : £ 8.31 (1H, br), 8.17 (1H, d, J=8.8Hz), 7.83 (1H, dd, J=8.8, 
2.2Hz), 7.23-7.12 (2H, m), 7.06 (1H, s), 6.98-6.88 (2H, m), 5.27 (2H, s), 4.12 (3H, 
15 s), 2.79 (2H, t, J=7.5Hz), 2.40 (2H, t, J=7.5Hz), 1.99 (2H, quint, J=7.5Hz) 0 

4 - (4- (4-^ 7)V*v *-f-)l>*; y > _ 6 _>f ;l/pt j. 
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F 




5 tlc : Rf 0.50 d n*;i/A : * 9 J -;w=io : i) ; 

NMR (CDC1 3 ) : 8 8.30 (1H, d, J=2.0Hz), 8.16 (1H, d, J=8.8Hz), 7.85 (1H, dd, 

J=8.8, 2.0Hz), 7.11 (2H, d, J=8.6Hz), 7.07 (1H, s), 6.94 (2H, d, J=8.6Hz), 5.24 (2H, 
s), 4.13 (3H, s), 2.62 (2H, t, J=7.5 Hz), 2.37 (2H, t, J=7.5Hz), 1.93 (2H, tt, J=7.5, 
7.5Hz)o 

10 

mmn 2 2 

4- (4- (4-^DD-2-|> , j7Jl'to^m;V>-6-^;Mh^f 



F 



15 




nmmi (40) -emm.Ltzik&® (0.38 g ) *v^fM;i'7^yK (12 

ml) fc»#U i)>®<om.ffim& (12ml) teXtfJ-XTy-lf (800,, K 
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i***»W^b-&ft (0.21 g ) *#7to 

TLC : Rf 0.43 (gfc$.x^;l/) ; 
5 NMR (CDC1 3 ) : 5 8.35 (1H, d, J=2.0Hz), 8.27 (1H, d, J=8.8Hz), 7.95 (1H, dd, 

J=8.8, 2.0Hz), 7.84 (1H, s), 7. 13 (2H, d, J=8.5Hz), 6.95 (2H, d, J=8.5Hz), 5.30 (2H, 
s), 2.63 (2H, t, J=7.5Hz), 2.37 (2H, t, J=7.5Hz), 1.94 (2H, tt, J=7.5, 7.5Hz) 0 

mmm 2 qj 

10 4- (2 - (4-^nD-2-MJ7;i/tD^ w;«j>-6-^Mh^ 




15 gjfctill (4 4) TftatLfeft-frWiltliiffl 2 2 fcRfWg fl<J^*l^ 
TLC : Rf 0.73 (ffiR-X?-^) I 

NMR (CDC1 3 ) : 5 8.37 (d, J = 2.0 Hz, 1H), 8.27 (d, J = 8.8 Hz, 1H), 7.94 (dd, J = 

8.8, 2.0 Hz, 1H), 7.84 (s, 1H), 7. 16-7.24 (m, 2H), 6.91-6.98 (m, 2H), 5.33 (s, 2H), 
20 2.81 (t, J = 7.6 Hz, 2H), 2.39 (t, J = 7.6 Hz, 2H), 2.01 (tt, J = 7.6, 7.6 Hz, 2H) 0 

^^0 2 3 

2- (6- (^y'JV-Z-'fWf^y) -3, 4-^tKnt7f;V) gfc 
& 
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1 5 -CM&Ltzit&m (373mg) (5ml) 

5 i n&mti- h v (2.0m 1 ) imu-emz.. -mmwLtz 0 Rt&iB 

&mmz 1 ntk^l^ h v ^ atk^ o.om 1 ) ^upa. mmmwLfz* 

:»K^>w=2o: 1) -e««U TSB»tttt*^rl-s*l&Wfb^» (13 
10 mg) Z&tZo 

TLC : Rf 0.60 (tK I * * J — * I 9 a D A =1 : 10 : 100) ; 

NMR (DMSO-d 6 +CE>30D) : $ 8.41 (1H, d, J=8.5Hz), 8.03 (1H, d, J=8.5Hz), 7.99 

(1H, d, J=8.5Hz), 7.79 (1H, m), 7.66 (1H, d, J=8.5Hz), 7.61 (1H, m), 7.09 (1H, d, 
J=8.5Hz), 6.95-6.80 (2H, m), 5.83 (1H, t, J=4.5Hz), 5.36 (2H, s ), 3.34 (2H, s), 2.69 
15 (2H, t, J=8.0Hz), 2.21 (2H, m) 0 

mmm 4 

2- (3- (3- (^yV>-2-^fJMh^y) 7x-il/) ya tf;i/*;l/* 

20 
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ox. 




OH 



nmm3 (23) -em&Ltzit&m (50m g ) zu&mm (fh7HKn7 

7>:tK=2:1> 3ml) Ki#*ftU t^rV> (l67rag) £iD;i, ^iS-CSP^ 

fawn- v v v j±*®m-?M&mmk. mmt, Tuyovtmz%i-2>*%w j it& 

^(40mg) 

TLC:Rf 0.10(^nn*;i/A : ^ -;U=4 : l) ; 

NMR (DMSO-d 6 ) : d 8.40 (1H, d, J = 8 Hz), 8.05-7.95 (2H, m), 7.80 (lH, t, J = 

10 7.5 Hz), 7.70-7.60 (2H, m), 7.20 (1H, t, J = 7.5 Hz), 7.00-6.80 (3H, m), 5.35 (2H, 
s), 4.25 (2H, s), 3.30 (2H, t, J = 9 Hz), 2.70 (2H, t, J = 9 Hz), 2.00 (2H, m)o 

mmm 2 s -mtam 25(1) 

mMM3 (2 3) teXlfmrnMl 4(1) T*$£&L£lt£-«###.Il 1- 

^*fe^i 2 5 

2- (3- (3- (iH-f i-^y-^-s-^Mf^ft) yoe;i/) 7 
20 ^ ^rv^-f-;u) *y y > 
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TLC : Rf 0.12 : * * J — A> : ?DD/-J>jl'A = i ; 10! 100) ; 

NMR (CDC1 3 ) : 8 8.31 (1H, d, J=8.5Hz), 8.19 (1H, d, J=8.5Hz), 7.89 (1H, d, 

J=8.0Hz), 7.77 (1H, m), 7.70 (1H, d, J=8.5Hz), 7.60 (1H, m), 7.16 (1H, dd, J=8.0, 
5 8.0Hz), 6.90-6.65 (3H, m), 5.45 (2H, s), 4.03 (2H, s), 2.59 (2H, t, J=7.0Hz), 2.48 
(2H, t, J=7.0Hz), 1.82 (2H, m)o 

mm® 2-5 LU 

5- ( (4E) -4 - (5 - (*y'J >- 2 - -1, 2, 3, 
10 4-r YyM. K0-1 -t7f T*-^) - 1 H-x h 7 v*-;u 




TLC : Rf 0.29 (tK I *9 9 n n * ;u A = 1 : 10 1 100) ; 

15 NMR (CDCI3) : 8 8.23 (1H, d, J=8.5Hz), 8.06 (1H, dd, J=8.5, 1.0Hz), 7.84 (1H, 

dd, J=8.5, 1.5Hz), 7.73 (1H, ddd, J=8.5, 8.5, 1.5Hz), 7.67 (1H, d, J=8.5Hz), 7.56 
(1H, ddd, J=8.5, 8.5, 1.0Hz), 7.09 (1H, d, J=7.5Hz), 6.99 (1H, dd, J=7.5, 7.5Hz), 
6.70 (1H, d, J=7.5Hz), 5.84 (1H, t, J=7.0Hz), 5.36 (2H, s), 2.94 (2H, t, J=7.5Hz), 
2.72 (2H, t, J=6.0Hz), 2.32 (2H, t, J=5.0Hz), 2.24 (2H, dt, J=7.0, 7.0Hz), 1.93 (2H , 
20 m), 1.72 (2H, m) 0 

&mm 2 e : 
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20 ^3r^>B£, 

(109) 6- (3- (2- (f^7x>-3-^l') xf^y) -7oc-;l/) 

(110) 6- (3- (^y'J^-4->f;^f^y) 7^^;w) 

(111) 6- (3- (1, 3 >^>-4 -^f;w^ h*v) 7^-;w) 
25 ^*-9->&, 

(112) 6- (3- (+/V>-5->f;U^ h^E-V) 7i-*) ^^r^>^> 

(113) 6- (3- (^yj>-6->fWhfy) 7jl^;1/) 

(114) 6- (3- (#7V>-7->fJV^h+y) 7^-;l/) ^-fr^lS, 
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(115) 6- (3- (^yj>-8-^iMf#y) -7il-)\,) <\Wsfa 

(116) 6- (3 -- (W V*>"j >-Z-4)V* Y**y) 7x-;H 

(117) 6- (3- (-fV^yr/-l-f;Mf + y) /\+tV», 

(118) 6- (3- (1, 2, 4-t^y7y-^-3-^fJMh^fy) 7x 
5 -;U) 

(119) 6- (3- (5 - t -T^W- 1 , 2, 4-*W7'/-)l/-3->f 

(120) 6- (3- (2-Y V7)\/*u *1-)V- A- * y*^*J 

10 (I2l) 6- (3- {*-7fr*u-\, 3 -^>7yt^rt>- 8 -4 )V* Y 

(122) 6- (3- (>f^^y*(l, 2 -a) kf v > - 2 ->f h * v) 7 

(123) 6- (3- (^>v* h VTV-;w- l --f;i/^ h^v) 7^-;u) 

15 

(124) 6- (3- (l, z-V**y-4 yyy-s-j )v* y^=.?v) 

(125) 6- (3- (4-^f;Vt7^1/>-l-^f;V^h^y) 7x;jH ^ 
20 (126) 6 - (3 - (3, 5 -y^f;KV*^ty-^-4-^;M>^y) 

(127) 6- (3- ( (2E) -3- ( 4 7 jc^;U) - 2-7o^- 

7jc^;i^) 

(128) 6- (3- (5-^f;MVt*^/-;U-3-^JMf^y) 7^^- 

25 ;v) 

(129) 6- (3- (2- b *)~7)VjrU *+)V- ij >_ 6 _^ 
f+y) 7x-)P) ^^r-9->^ 

(130) 6- (3- (>f >r*/-)V-5 -4 A<* h^y) 7x^;v) ^**T>m. 
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(131) 6- (3- ( (5E) -6- (4-^btv7i-)l/) 

(132) 7- (3- (4- (2->f*yn^) ^Vy>t + y) 7jl-^) 

5 (133) 7- (3- (^7* 1 )V* h*v) 7jl-;U) ^7** 

(134) 7- (3- (^7^u->-2--f;w^ h^rv) 7jl-;U) ^7? 

(135) 7- (3- (2- (^7^ W>-2 ->f ;W) ih^fv) 7i-;V) ^7* 

(136) 7- (3- (1, 4 -^VV'^^-^r^V- 2 -4 )\s * \>*ci/) 7x-jl/) 
10 A7'^>SJ, 

(137) 7- (3- (4f7 U y- 7 -4 )\>* h4r'» 7 

(138) 7- (3- (2-h l J7;i'to^f;l/-4-yf^y^y'J>-6-'f 

13. (1) 2- (3- (3- (^y;>-2-^f;M h4ry) "7^-^) 7*n 
ft®?, 

(2) 2- (3- (3- (^yj>-2-^;v^h^v) 7^-;i/) yntTfl/f- 

20 *) Bfc$L 

(3) 2- (3- (3- (*>"J >-2 v) 7x-jl/) 7nif;UX 

(4) 2- ( (2 EZ) -3- (3- (^y'jy-2->f;^b^y) 7 ^-^) 
25 (5) 2-^f;V-2 - (3 - (3 - (+^'J>-2->f;U> h^v) 7x^;V) 

(6) 2- (3- V >-2 -4 )1<M h#v) "7 ^-;i/pt *-fl/?-*) 

(7) 2- (3- ( (2E) -3- (4-^>f)V7 - 2 -7u^<-)\s 
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(8) 2- ( (2 Z) -3- (3- (^yj>-2-^;l/^ h*v) 7x^)b) 

(9) 2- (3- (3- ( (2E) -3- (4-^>f-^7x-^) -2-7D 

(10) 2- (3- (+yT/-7-'fWhtv') 7x-JMfjl,ft) ftH, 

(11) 2- (3- (3- ( + yj>-2-^f;Mh^y) 7jl-;1/) 7*0^'^ 

1 4. (1) (2 E) -3- (2- (^yr/-2--f;V^ h*v) 7x-jP) 

(2) (2E) -3- (3- (^r/V>-2->f;M h*v) 7x-;P) -2- 
15 7 , o^>H, 

(3) (2E) -3- (4- (^yV>-2-^JM h + y) ^jl^) - 2 - 



(4) 


3 - 


(2- 


(*y y >- 


2 




7 i 


-*) 




(5) 


3 - 


(3- 


v >- 


2 


h*v) 


7x 


-*) 




20 (6) 


3 - 


(4- 


(^y v >- 


2 


-4)V* b*v) 


7x 


-*) 


7 , DA'>^ 


(7) 


6 - 


(4- 


v >- 


2 




7 jc 


-AO 




(8) 


6 - 


(2- 




2 




7i 





(9) (5EZ) -6- (2- (+yj>-2-^Mh^ry) -7^-;W) -5 
25 (10) (5EZ) -6 - (4 - (^7'J>-2-^;Mh+y) 7x-jV) - 5 

(11) 4- (2- V >-2-4;l^ f*v) 7xy»+y) 7* 

(12) 5- (2- 'J >- 2 ->f /U* h*v) 7xy^y) ^>*>BL 
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(13) 


7 - 


(2 




(14) 


4 - 


(2 


- (4-^>f;^>y;i/t^fy) 7xy^fy) >^ 


(15) 


5 - 


(2 


- (4-^>f;^>y*;i/t^y) 7x/^y) 


(16) 


7 - 


(2 




5 (17) 


2 - 


(3 


- (*y y >-2--f 7oi-;i/) 


(18) 


3 - 


(3 


- (4 -« ^>f;i/7x- )V* h4r^>) 7i-^) T'D^'VH, 


(19) 


2 - 


(3 


- (4-^>f;V7x-JMf^rv) "7^^;l/) gfc$L 


(20) 


3 - 


(4 




(21) 


4 - 


(4 


-^^y>t5^^fy) 


10 (22) 


2 - 


(4 




(23) 


2 - 


(4 


-^f^y>t^W^y) 


(24) 


2 - 


(3 


- (4 -^^f^7x-JP) yn#*~» 


(25) 


3 - 


(1 


- ( (5E) -6- (4-p< ^y7i-^) 



^>4f>-2 ->f ;W) 7"n/0^ 
15 (26) 3- (1- ( (5EZ) - 6 -"7jh-;1/- 5 -^N^r-b-^^^v) -4- 



(27) 3- (1- (6- (4-^h*y7x-^) A + y^ + y) _ 4 _-/ n 

(28) 4- (2- (4-^ h*v-2- h V7;Vto^f;i/t/'J>-6-^^ 
20 ^h^v) -7ji — ;p) r^gfc, 

(29) 4 - (4 - (4 J»*v- 2 - h V 7;l/;J- n ^ J 'J >- 6 ->f 
* Hf*>) 7x-JV) -7*^>^ 

(30) 4- (4- (4-^DD-2-hV7;^n^Wy'J>-6-'f;M 

7i-;i/) 

25 (31) 4 - (2 - (4-^DO-2-h'j7^to^fMyr/-6-'f;V^ 

(32) 7- (2-^V-W^fy7x^) 

(33) 7- (2- (4- ^> v;!/** 7^-;W) ^ 
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f^ym. 

(34) 7- (2- (4 -+0*1ls'<>*JJU**t*s) y ^f^y^ 

(35) 7- (2- (±7* vy- 1 --f h*v) 7 i^^) 'v:/^®, 

(36) 7- (2- (±y^]^>-2-^( )\<* h*v) 

<37) 7- (2- (fef'J v>-2--f;P> b#v) 7x^;V) a^^H, 

(38) 7- (2- (tf'J v^-3-^O^ h*y) 

(39) 7- (2- (bf'jy>-4->f h^v) 7jc^l;1/) 

(40) 7- (2- (-f > K-J1/-3 ->f JI/^ h*v) 7x^) >|g, 

(41) 7- (2- (7i^f*t+v) 7x-*) ^ 

(42) 7- (2- (2- (t7^ 1^>- 1 -J a:h4r-» 7i^i;U) 

(43) 7- (2- (2- (^7^U>-2--f;W) x^y) 7x-;i/) 
>ft, 

(44) 7- (2- (2- (ev 5»-2 ->f fr) xf^y) 7 x-*) > 
ft. 

(45) 7- (2- (2- {4 y K-^-3 --f;l/) -xh*v) 7x^;l/) 
>ft, 

(46) 7- (2- (2- (5-^f;Vf77-;i/-4-f^) J^h+v) 7x- 

^f^ym, 

(47) 7- (2- (1, 4-^>Vyt^f>-2->f;Mb^y) 7ac-;w) 

(48) 7- (2- (2- (ft7x>-3-^) -Xh*v) 7x-^) 

(49) 7- (2- (+7'J>-3-^;Mh^fy) 7x-^) 

(50) 7- (2- (^yj>-4-'f;U^ h+y) ^oi^Jl/) ✓nt'* 

(51) 7- (2- (1, 3 - y*4MM >^>-4 -^f;Pp< b*v) 7jl-;u) 

(52) 7- (2- (^y; >-5 -W/U* h^fy) 7oi-;V)^y^>^ x 
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(53) 


7 - 


(2- 


(*y >; >-6 






(54) 


7- 


(2- 


(dpy V >- 7 


->f b^fy) 7x 




(55) 


7 - 


(2- 








(56) 


7 - 


(2- 




-3 h*v) 


71-^) ^7?>m. 


5 (57) 


7- 


(2- 


K y*y «; > 


- 1 ->f h*v) 


7i-^) ^7*?y$, 


(58) 


7- 


(2- 


(*y v >-2 






(59) 


7 - 


(2- 


(1, 2, 4- 


t^tyr^-jv- 3 





jiO ^y?y$, 

(60) 7- (2- (5- t -r-f'A'-l. 2, 4-tW7y-;i'-3-'f)l' 
10 ^ h^v) 7jc-;V) ^y*>$L 

(61) 7 - (2 - (2-MJ 7;V*n*-^;l<- 4-* h 'J >- 6 ->f 
;*h*v) 7ac^;u) ^y*yBL 

(62) 7- (2- (6-7**n-i, 3-^>yyi^>-8-^MF^ 
v) 7jl-;W) ^y*y$, 

15 (63) 7- (2- (1, 2 -a) v>- 2 ->f h^rv) 7 a. 

-;w) ^7**y&, 

(64) 7- (2- (^^/h'JTy-Jl'-l-^Mh+y) 7x-;b) 

(65) 7- (2- (1, 3-y^n'f>/>-5-^;V^h + y) 7^-^) 
20 ^y?y$L 

(66) 7 - (2 - (4 Tfri-y? U>- 1 —4 h^rv) 7 i~;W) ^7* 

(67) 7- (2- (3, 5 - y^f M Vt^ftV-^ - 4 - ^f JM f^y) 7 

25 (68) 7 - (2 - ( (2 E) - 3- (4 "7.x -JiO -2-7 4 D^jV 

**i/) 7jc^;i0 ^y*>$, 

(69) 7 - (2 - (5 -^-f-JM y**-9-!/-)l/- 3 ->f )V* b+y) 7 a— AO 
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(70) 7- (2- (2-f'j7^D^fji,-4-y^->^y ir/ _ 6 _ /fjl/ 
* h*v) 7x;;v) ^^^^^ 

(71) 7- (2- 5 7i -^) ^ 

(72) 7- (2- ( (5E) - 6- (4-* h^v7i-^ - 5 _^^^- ;l/ 

(73) 3- (4 -^^^*^7i;A/) 7"D;Og, 

(74) 3- (4- (4- (2-*f-/l/-/nifjw) ^>v;p^-#v) 7liJ |,) y 

(75) 3- (4- (4 -^>?-;w*>>?;l/:*-*~» 7x^jP) yn/^U, 

(76) 3- (4- (i-7?l>>-l-'{)V*h*i,) y^-jv) 7'D;r/U, 

(77) 3- (4- (^7* I^>-2 --f h+y) 7x-^) 

(78) 3- (4- (lf'Jy>-2-^Wh^y) -7a^;U) ^DA>R, 

(79) 3- (4- (If U >>>-3 ->f ;Upt h4rv) 7x^jl/) 7-0;^^ 

(80) 3- (4- (tf'Ji;>-4-^;Mh + y) 7jl-;U) 7D;r/^ 

(81) 3- (4- (-O K-^-3 --Oi^ h**/) 7jl^;w) yn/r/gf, 

(82) 3- (4- (7x^fj^^ v ) 7ji-;1/) /d;{>^ 

(83) 3- (4- (2- (±79Vy-\ -4 A,) .xh*~» 7^-;U) t'da 1 

(84) 3- (4- (2- (i-7? Vy-2 -4 )U) x^y) 7 x^) 

(85) 3- (4- (2- (tfV v?>-2-^f ;p) xF^y) 7l ^) 

(86) 3- (4- (2- U > K-;l/-3 ->f;l/) .xh**,) 7x^jv) ^da 

(87) 3- (4- (2- (5-^fWV-^-4-^;v) -Xh*~» 7^ 
;V) yn/A°>^ % 

(88) 3- (4- (1, 4 ^sW**^y-2-4i\,* 7l ^) 

7 p n/r/t, 
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(89) 


3 - 


(4- 


(2- (f*7x >- 3 ->fJl/) Xh+y) 7x^ )V) yn;< 


(90) 


3 - 


(4- 


(^yj>-3-^;V/l«^v) 7xx;i.) ynyr/Sl, 


<91) 


3 - 


(4- 


(^yj>-4-'fJV^ h^v) 7i— ;w) 7n;r/|, 


5 (92) 


3 - 


(4- 


(i, z-v***t4 yy>- 4-4 )\>* b*v) 7^;u) 








(93) 


3 - 


(4- 




(94) 


3 - 


(4- 


(^y'J>-6-'f;M b^rv) 7i-^) T'nyr/^ 


(95) 


3 - 


(4- 


(+y U >- 7 --f h+v) 7^-;u) -fu/^y^ 


10 (96) 


3 - 


(4- 


(*>"J >-8 -*f ^ h*v) -7^-JU) -/n^^g?. 


(97) 


3 - 


(4- 


(4 V3r7 V >-3 ->f h^y) 7i^;l0 7 , o;r/|!, 


(98) 


3 - 


(4- 


(>f V^'J >- 1 h^rv) 7i-^) 7*n;r/^ 


(99) 


3 - 


(4- 


(1, 2, 4-t^tv7V*-^-3-^;Mh^fy) 7x- 



;v) -ru,*y^ 

15 (100) 3- (4 - (5- t -f^-fr- 1 , 2, 4 — t+t^7 7*-JV- 3 — 

(101) 3- (4 - (2 - h 'J 7^D> f-)U-4 -y b*->*7 V 6 - 

(102) 3- (4- (6-7;W*n-l, 3-^>Vy*t^>-8-^f;M h 
20 *v) 7oi-;W) 7o;0^ 

(103) 3 - (4 - (>f^V(l, 2-a) fcf' j S> > - 2 h * v) "7 
jc^;l/) 7d;<>K, 

(104) 3- (4- (^>7b'J77*-Jl'-l-'fJV^h+y) 7x^;l/) 7*0 
25 (105) 3 - (4 - (1, 3 -^*t'f>^>-5-'f;Mh^y) 

(106) 3- (4- (4-^f^t7^1/>-l-^;MF+y) y 
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(107) 3- (4- (3, 5 - f ;K V t *t/-;i/ - 4 - ^f ;M h *y ) 
7i^ji/) -fu^yfe, 

(108) 3 - (4 - ( (2 E) -3 - (4-^>f^7x^;P) - 2 -t°d^^ 
^t^y) 71-*) -fusty^ 

5 (109) 3- (4- (S-^f^KVt^tV-^-a-^^^ h^ry) 7x- 
;u) 





(HO) 


3 - 


(4- 


(2 - h V 7;i/tn^f;v-4-yh+y^; >_ 6 _^ 






7 ai 






(in) 


3 - 


(4- 


(^ >^y-JP-5--f;l/>< h*v) 7jl^;1/) yayr/^ 


10 


(112) 


4 — 


(4- 


v;i/:*3r->7i-;W 7**>g£ N 




(113) 


4 - 


(4- 


(4- (2-^f^7"n(i» ^>v;i/*^->) 7 ai - * ) 














(114) 


4 - 


(4- 


(4 -ly^-As^yy)]/**^) 7^— ;u) 7**^8^ 




(115) 


4 — 


( A — . 


vrsyvs— l— a )v \- =t~y) 7 — 7 *? >S&„ 


15 


(116) 


4 - 


(4- 


(t7 ? 2 )V* h*v) -7jc^;1/) 




(117) 


4 - 




I c y «✓ — i — A )v * Y ^ s) y jl — )U) y y 




(118) 


4 - 


(4- 


(If V v>-3 ->f;U* h+v) 




(119) 


4 - 


(4 - 


(If V V 4 — >f ;l/ ^ h Jrzs) ~7 jlZZ.1V) ~f # Vfffc 




(120) 


4 - 


(4- 


(-T > K-;w-3 ->f )\>* h*~» 7il=-)V) 7*y^ 


20 


(121) 


4 - 


(4- 


(7x^f;i/t^y) 7 3l=.)\,) 7*?>S£> 




(122) 
>$t. 


4 - 


(4- 


(2- (7-"7^ 1 )V) ^h^v) 7*.^*) 7? 




(123) 
>S£> 


4 - 


(4- 


(2- (7- -7* 2 --f *) x).+y) 7i-*) 7** 


25 


(124) 

at 


4 - 


(4- 


(2- (ifU v>-2 --OW) xh^y) 7ju-)V) 7*y 




(125) 


4 - 


(4- 


(2- ( y .xh*~» 7ai^;v) 7** 
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(126) 4- (4- (2- (5-^W7y-^-4->f;V) 7x 

(127) 4- (4- (1, 4-^^/mt>-2-^M h*v) 7x-^) 
5 (128) 4- (4- (2- (f*7x^-3-'f;i') jch^v) 7x-^) 

(129) 4- (4- (*y'J >- 3 ->f;W^ h*v) -7jl->V) 7** 

(130) 4- (4- V >- 4 -4 )l<* h+y) 7oi-;W) 

(131) 4- (4- (l, 3 -v**^-* >^>- 4 -4 
to VgL 



(132) 


4 - 


(4- 


(*y V 5 


-4** h^y) 7jc 




■7?>^ 


(133) 


4 - 


(4- 


V >-6 








(134) 


4 - 


(4- 






^*) 




(135) 


4 - 


(4- 


v >-8 








15 (136) 


4 - 


(4- 


(-r v > 


-3 h*v) 


7 i — 




(137) 


4 - 


(4- 


v > 


- 1 - >f ;u^< 


7x- 




(138) 


4 - 


(4- 


(*y 'j y- 2 








(139) 


4 - 


(4- 


(1, 2, 4- 



















20 (140) 4 - (4- (5 -t 2. 4-my7 , /-)l'-3->f 

(141) 4 - (4 - (6 -7 )V^X2- 1 , 3 -^>Vyt^t>-8-^ JP> h 
7^;V) 

(142) 4- (4 - U§r7 (1, 2-a) tf »j >* > - 2 Jl/* b V 

25 rf*y^ 

(143) 4- (4- (^>71>'J7 > /-Jl/-l-'f;Mb*y) 7x^;V) 7** 

(144) 4- (4- (1, 3 -v**-*M >y>-5 h+y) 7x-;V) 
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(145) 4- (4- (4 V>- 1 -J )V* 7 au=-)V) f 

(146) 4- (4- (3, 5 -y'^fiM V**-^/-^- 4 ->f /W* b^y) 
5 7 jl^;W) 

(147) 4- (4- ( (2E) -3- (4 -^>f JP7x-;l/) _ 2 --/a^^ 
;i/**->) y^^)V) -r^>^ 

(148) 4- (4- (5-^ V**-9-y~>l/- 3 b*v) 7x- 
10 (149) 4- (4- (2-PJ7^*D^f;l/-4-7b^y^r/'J>-6-^ 

(150) 4- (4- (>f >^V-A/-5 -- f /U* h*y) 7x-;V) >^ 

(151) 4- (4- ( (5E) -6- (4-^Kv7x^) -5-^^^- 

15 (152) 2- (2- (4- (2-^f;V7ne;l/) ^>y>t + -» 7x^) 

mm, 

(153) 3- (2- (4- (2-*-7-)\s7u\£)V) ^>*J)V***y) 7x^) 
7D;Of, 

(154) 4- (2- (4- (2-^f*7*D^) 7*.-)V) 
20 7* 

(155) 5- (2- (4- ( 2 -*^;i/7otr;i/) ^>y;Pt^v) 7xi^) 

(156) 6- (2- (4- (2-^Woe;i/) ^>y;i/t + y) 7 

25 (157) 2 - (2 - O-y* V>- 1 ^jl^;!/)^^ 

(158) 3- (2- (t7^1/>-l-^;i/^ h^rv) 7i-;U) 7da 4 >®, 

(159) 4- (2- {1-y*V>-\-4)V*Y*v) y^-)V) 79 

(160) 5 - (2 - (^7* 1 -^f h*v) 7 >K % 
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(161) 6- (2- {1-7*V>- 1 ->f )V* 7i-)V) 

(162) 2- (2- (^7^V>-2 f^fy) 7 gj=®L 

(163) 3- (2- (^7? 2 ->f h*>0 7x^)V) ^n;ry®, 

(164) 4- (2- (^7^V>-2--f;W> b^rv) 7^-*) 7* 

5 (165) 5- (2- (-7-7 ? 2 -A * *7^^;i/) ^^^g^ 

(166) 6- (2- (^7* V>-2 ->f JU* h#v) 7^-;l/) ^*"9->&, 

(167) 2- (2- (2- (^"7^ V>-2--f x>^y) 7x-;V) tfcgL 

(168) 3- (2- (2- (-J-7* Vy-2 -4 )V) x^y) 7i^) 7*n 

10 (169) 4- (2- (2- (^-7^1/^-2--f;W) «xh*v0 7i-^) 7*? 

(170) 5- (2- (2- (^7* 2 ->f )V) 7jl — ;b) *-< > 

(171) 6- (2- (2- (?*7* l^>-2 -4 xh^v) 7ix*) 
15 -9->», 

(172) 2- (2- (1, 4-^> s /yt^rt> - 2 * h*'» 7ji-;U) 



(173) 3- (2- (1, 4-^>yWtV-2-^JV> 7^-;W) 
7*n^V||, 

20 (174) 4- (2 - (1, 4-^>'V> ? ^^^>-2->f h^rv) 7jc~;V) 
7?>®, 

(175) 5- (2- (1, 4-^>V , yt^t>-2-'f;V^h^y) 7^-;V) 

(176) 6- (2- (1, 4 -^>7ytn>- 2 ->f h*v) 7jl^>V) 

25 

(177) 2- (2- (^yj>-7-f;Mh^y) 7xXjl/) 

(178) 3- (2- (^yrz-y-^Wh^y) 7ix;v) 7*n/OBL 

(179) 4- (2- (^y; >-7->f;W^ 7x-*) 7* 



235 



WO 99/11255 



PCT/JP98/03760 



(180) 5- (2- (*y" 'J >- 7 h^rv) 7x;jl.) 

(181) 6- (2- (*y"J >- 7--f h^fy) 7jc-;1/) ^4r*>-g?, 

(182) 2- (2- (2- h V 7;l/*CM^;l/-4 -7h*v*7 V>-6--f 

5 (183) 3 - (2 - (2-f'j7Wn^f^-4-7 , l > i|fyi|ryij>-6->f 

(184) 4- (2- (2-h 'j7;i/tn^f;V-4-7*h^y^yijv_ 6 ->f 
h*v) 7ac^;l/) 7*>$, 

(185) 5- (2- (2-h'j7JVtn^fjI/-4-7'h^y^7V>-6-^ 
10 iMF^y) 7jc^;u) 

(186) 6- (2- (2-F'j7^D^f^-4-7*h^y^; , )>-6-'f 
^y h^rv) 7x^) ^^-9-^^ 

(187) 3- (4- ^>v;p^^v) gcJt#i6, 

(188) 2- (3- (4- t> 7^-;v) 

15 

(189) 3- (3- (4- ^>v/;Ut + v) 7^;i/) 

(190) 3 - 9 V y - 1 - h * v) 

(191) 2 - (3 - (t7^1/>- 1 ->f;i^ h^y) 7jl-;W) gfc$ % 

20 (192) 3 - (3 - 1 h^rv) 7^-;U) 7D^>&, 

(193) 3- {1-79 Vy-2-4)\,* h^rv) gcJ&SBL 

(194) 2- (3- (^7^P>-2->f;W^ h^v) 7x^^) gf^ 

(195) 3- (3- (t7^1/>-2-^;^ h^y) 7 7n/<>|[, 

(196) 3- (2- (^7^^>-2->f;W) x^y) &,g,#&, 

25 (197) 2 - (3 - (2 - (±7 * U > - 2 - 4 ;l/) x^y) 7x-Jl/) gj=$ % 

(198) 3- (3- (2- (t7^Uy-2-^f^) ih^y) 7ji-;1/) 7*0 

(199) 3 - ( 1 , 4-^>7y't^>-2-^M^y) 
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(200) 2 - (3- (1, 4 -^>W**4y>-2-'< ;M 

ft®. 

(201) 3- (3- (1, 4-^>7yt^>-2-'f;i/^ b^rv) 

5 (202) 3 - {*; y- 1 -4^* h*v) £,t#®, 

(203) 2 - (3 - V >-7->f fr* b*v) 7x^;L) gfc$, 

(204) 3 - (3 - (*yi> >- 7 h^rv) 7oi^;l/) yD/r/g}, 

(205) 3 - (2 -hV7;i/^-n^^;l/-4-^h4rv^>";>-6-^;V> h 
£J.#®, 

10 (206) 2- (3 - (2-h'j7;Vtn^f;i.-4-7'h*y^y'J>-6-'f 

(207) 3- (3 - ( 2 - h 'J 7;Vt f Jl/ - 4 - 7 h v'^y W - 6 - >f 

(208) 4- (4- (2-^^7*0^) ^>y^^v) £,t#®, 

15 (209) 2 - (4 - (4 - ( 2-^fil/7*Dli>) ^>v;U:**-» 7x^jl/) 
ft®. 

(210) 5- (4- (4- ( 2 -jt+fryvj tf ;w) ^>v;U^^r-» 

"*>*>®, 

(211) 6- (4- (4- (2-^fiVyofjV) ^>y'J^^y) 
20 ^*^>®, 

(212) 7- (4- (4- ( 2 -^f-^:/n fc?;W) ^>^l/t^y) 7 

(213) 4- (^7^P>-1 h^v) £&#®. 

(214) 2- (4- d-yfUy-l-J 7x;jl/) ft®, 

25 (215) 5- (4- ("J-?* VV- 1 h^y) 7xr;v) ^>^>®, 

(216) 6- (4- (i-7 * U>- 1 -4 fr* ~7 ^**y>^ 

(217) 7- (4- (f-7^ 1 -4)V* 7x-;P) ^t/* 

(218) 4 - (i- 7 9 V y - 2 - -f h * v) £.t#®> 
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(219) 2- (4- (±7 9V>-2-<ifr* Y**y) 7x^^) 

(220) 5- (4 - {±7 9 )V* h*v) 7x^) * 

(221) 6- (4- (±79 V>- 2 ->f h+y) 7^^) 

(222) 7- (4- (:J--7 2-^;^ h^y) 7x.-)V) 9 
5 (223) 4- (2 - (^-7^^>-2--T;W .xh*v) 

(224) 2- (4 - (2 - (±7 9ls>-2-4)\<) -xh*v) 7i-*) gf=®, 

(225) 7- (4 - (2 - (^7*l^-2->Ol/) xh^>) 7i-*) 

(226) 4 - ( 1 , 4 — V/m+tV-2-^Mh^y) 2cJ&#», 

10 (227) 2 - (4 - (1, 4-^> J /yt^>-2-'f;Mh^y) 7x->) 

(228) 5 - (4 - (1, 4-^>Vvt^rt>-2-^;M h^y) 7 sl-)\>) 

(229) 7- (4 - (1, 4 -^>yy^^Hf>_ 2 -^;i,pt |,^v) 7 i-;l/) 
15 ^-/?>®, 

(230) 4 - 7 -4 )V* > 

(231) 2- (4- (^yV>-7-f;^h+y) 7i^Jl/) ff:$ N 

(232) 5 - (4- (+yj>-7-'f;Mf^y) 7x^jl/) 

(233) 6 - (4 - (^y'J>-7-^JMh+y) 7x^jP) 
20 (234) 7- (4- (^y'J'/-7-'f;Mh^y) 7xi;P) 

(235) 4 - (2 - h'j 7)\'*u*±)l,-4 -VY* ') > - 6 — i * Y 
*v) 

(236) 2 - (4 - (2 - h V 7;U^npt^;i,-4 i; >_ 6 _^ 
>+y) Vol-*) fiftt 

25 (237) 5- (4 - (2 -h U 7;V^n^^;i/-4-yh^v^y'J>-6-^ 

(238) 6- (4 - (2 - h V 7fr*u *±)V- 4 - 7"h+y^y 'J >- 6 - >f 
^ F^v) 7x^;i^) -^^r"9->^ 
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(239) 7- (4 - (2 - h V 7^tn>f;v-4 -7 h*->3f>"J >- 6 - >f 
h^fy) ^^^^^ 

5 

15. (1) 2- (3- (5- (1 H-r h?'/-/l'-5-'f^) ^>^JV) 7 
x^^v^f^) *7 'J 

(2) 1 - ( (5 E) - 6 - (4-^ h^v7x-;l/) - 5 -'\*-te-;l'**-» 
-2- (2- (lH-f YJ'S-fr- 5 — f ) xf^) -4--7°D>K^r'>^ 

10 

(3) 4 - ( ( 1 E) - 3 - (2 - (ff7 , /-^-5-'f;V) 7xy^y) - 
1 - yn^— ;u) — i — 'Of-jp^O'tf >, 

(4) 2- (3- (3- (lH-f h^y-^-S-'f^fW) ^ntf;p) 

15 (5) 5- ( (4 E) -4- (5- V >- 2 - >f fl^ -1, 2, 

3, 4-f h7^Kn-l-t7f 'J7*>) - lH-fh 

*feli-tfL6,ogNHfeft. tfc«i^tLP><0^#Jjn^ ££}i^ftk^;fcf0^o 
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Sequence Listing 
<110> 0N0 Pharmaceutical Co. .Ltd. 

<120> Control agent of peroxisome proliferator activated receptor 
<130> ONF-2760PCT 

<150> JP 9-233158 

<151> 1997-08-28 

<150> JP 9-348825 

<151> 1997-12-18 

<160> 3 

<210> 1 
<2U> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 

<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 
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<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 
1 5 

<210> 3 
<211> 9 
<212> PRT 

<213> Influenza virus 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 
1 5 
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When the disclosure in the description is taken into consideration 
concerning the reason why the group of inventions as set forth in claims 
/r.°v ^ regarded as relating to specific compounds of the general formula 
( i ) restricted to fused ones among the compounds represented by the above 
ll~tZ ! l°?w la ( v5 ) ' Lt a PP ears that the applicant asserts that the compounds 
represented by the general formula (I') are novel ones while the compounds 
included in the general formula (I) other than the above ones are publiclv 
known ones. Therefore, it appears that the disclosure in claims 1 to 7 
involves two inventive concepts, i.e. , "invention of use of novel compounds" 
and invention of novel use of publicly known compounds" . From the viewpoint 
of the prior art, the group of the compounds represented by the general formula 
(i ) as given in claim 8 does not provide an idea of a novel fundamental 
structure. Such being the case, the group of inventions as set forth in 
claims 1 to 7 and the group of the inventions as set forth in claims 8 to 
15 are not considered as relating to a group of Inventions so linked as to 
form a single general inventive concept. 
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